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REMARKS 



Claims 1-31 were rejected under 35 USC §112, second paragraph, as being indefinite- Claims 1. 
6, 8 and 22 were rejected under 35 USC § 102(b) as being anticipated by Giraldi et al. US 3,074,943. 
Claims 1, 5-8, 22 and 30-3 1 were rejected under 35 USC § 102(b) as being anticipated by Cutler et al. US 
3,097,205- Claims 1, 6 and 23 were rejected under 35 USC § 102(b) as being anticipated by Cutler el al. 
US 3.209.003. Claim 1 was rejected under 35 USC § 102(b) as being anticipated by Fischer US 
3,855,220. Claims 1,6, 8-9 and 30-31 were rejected under 35 USC §103(a) as being unpatentable over 
Newton et al. US 5,062,882. Claims 1 , 6 and 30-? 1 were rejected under 35 USC § 103(a) as being 
unpatentable over Riebel et al. US 6,284,7 10. 

Claims 1-31 were rejected under 35 USC §1 12, second paragraph, as being indefinite. Claims 1- 
29 were amended to clarify the invention. Applicants request reconsideration of the 35 USC § 1 12, 
second paragraph, rejections in view of the amended Claims. 

Claims 1, 6, 8 and 22 were rejected under 35 USC § 102(b) as being anticipated by Giraldi et al. 
US 3.074,943. Applicants request reconsideration of the rejection in view of the amended proviso 
language in Claim 1 which eliminates compounds of Giraldi et al. 

Claims 1, 5-8. 22 and 30-31 were rejected under 35 USC §102(b) as being anticipated by Cutler 
et al. US 3.097 .205. Applicants request reconsideration of the rejection in view of the amended proviso 
language in Claim 1 which eliminate the compounds of Cutler et al. 

Claims 1, 6 and 23 were rejected under 35 USC § 102(b) as being anticipated by Cutler et al. US 
3,209,003. Applicants request reconsideration of the rejection in view of the amended proviso language 
in Claim J and 17 which eliminate compounds where R» and r2 are both unsubsrituted phenyl. 

Claim 1 was rejected under 35 USC § 102(b) as being anticipated by Fischer US 3,855,220. 
Applicant* request reconsideration of the rejection in view of the amended proviso language in Claims 1 
which eliminate compounds where R* and are both 1-alkylsubstHuted pyridinium. 

Claims 1, 6, 8-9 and 30-31 were rejected under 35 USC §103(a) as being unpatentable over 
Newton et al. US 5,062.882. Newton describes tri-substiiuted triazines as herbicides (weed killers). 
There is no teaching as to the desirability of these compounds as pharmaceuticals, much less as kinase 
inhibitors. The pattern of preferences established by this reference also teaches away from the 
compounds of the current invention. The biological data described in Table 3 indicates that there was a 
substantial decrease in activity when R' is not metboxy (Examples 8-1 1). Therefore, assuming a 
medicinal chemist would look at herbicidal art, they would be taught away form the compounds of the 
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present invention. Applicants contend that Newton ei al. do not render obvious the disubstituted triay.ines 
of the present invention. 

Claims 1. 6 and 30-31 were rejected under 35 USC § 103(a) as being unpatentable over Ricbcl et 
al. US 6.284.710 (the "710" patent). Riebel et al. describe Lriazines as herbicides (weed killers). There is 
no teaching as to the desirability of these compounds as pharmaceuticals, much less as kinase inhibitors. 
In addition, the pre-emergent and poswmergent "spray and pray" test results provided in Tables A-B 
teach one skilled in agricultural chemistry away from Lhe present invention. Examples 7, 11 and 52 were 
the only compounds that didn't kill every plant species (both crop and weed). This indicates that the "Z- 
substituent" was important for controlling non-specific toxicity, and that haloalkyl and methytthio 
substitutents were most preferred "Z-subsriments". Thus Riebel ct al. teach away from fhe disubstituted 
triazincs of the present invention. Applicants contend that the 710 patent dots not render obvious the 
disubstituted triazines of the present invention. 

In view of the above, none of the references, taken singly or in any combination, describes or 
suggests compounds of the present invention. Applicants therefore submit that the compounds of the 
present invention are not obvious in v iew of die cited prior art. 

It is therefore respectfully submitted that Claims 1-29 are now in condition for allowance. 
Accordingly, allowance of Claims 1-29 are respectfully solicited. 



Respectfully submitted, f) 

Joseph W. Bulock 
Attorney for Applicant 
Registration No.: 37,103 
Phone: 805.447.7966 
Date: March 13, 2002 



PImsb send all future corr espondence to: 

US Patent Operations/ JWBcb 

Dept. 430, M/S 27-4-A 

AMGEN INC. 

One Amgen Center Drive 

Thousand Oaks, California 91320-1799 
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VERSION WITH MARKINGS TO SHOW CHANGES 



In the Claims 

Cancel claims 30-31, without prejudice. 
Amend Claims 1-29, as follows: 

1. (Amended) A compound having the formula: 




wherein, 

Each R 1 and R 2 is independently R 3 ; R 8 ; NHR 3 . NHR 5 ; NHR°; NR 5 R 5 ; NR S R 6 ; 
SR 5 ; SR 6 ; SR 3 ; OR 3 ; OR 6 ; OR 3 ; C(0)R 3 ; heterocyclyl optionally substituted with 1-4 
independent R* on each ring; or C1-C10 alkyl substituted with 1-4 independent R 4 ; 

Each R 3 is independently aryl; phenyl optionaJly substituted with 1-5 independent 
R 4 on each ring; or heteroaryl optionally substituted with 1-4 independent R* on each ring; 

Each n is independently 1 or 2; 

Each m is independently 0, 1, 2, 3, or 4; 

Each R 4 is independently selected from H, C1-C10 alkyl; C2-C10 alkenyl; C2- 
C10 alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; aryl; R 8 ; halo; haloalkyl; [CF 3 ;] SR 3 ; 
OR 5 ; OC(0)R s ; NR S R S ; NR S R 6 ; NR S R 1 *; COOR 5 ; NO : ; CN; C(0)R 5 ; C(0)C(0)R s ; C(0)KR 3 R 5 ; 
SCO),^* SCO^.NR'R 5 ; NR 5 C(0)NR s R 5 ; NR s C(0)C(0)R 5 ; NR 5 C(0)R 5 ; NR s (COOR 5 ); 
NR 5 C(0)R 8 ; NR s S(0)„NR 5 R s ; NR s S(0)„R 5 ; NR^O),^ 8 ; NR 5 C(0)C(0)NR 5 R 5 ; 
NR 5 C(0)C(0)NR 5 R 6 ; O^NR^ 5 ; 0S(0) n NR 3 R 5 ; NR 5 S(0)nOR s ; P(0)(OR*) 2 ; C1-C10 alkyl 
substituted with 1-3 independent aryl, R 7 or R 8 ; or C2-C10 alkenyl substituted with 1-3 

independent aryl, R or R ; 

Each R 5 is independently H; C1-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; C3- 
C10 cycloalkyl; C4-C 10 cycloalkenyl; aryl; R 9 ; haloalkyl; C1-C10 alkyl substituted with 1-3 
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independent aryl, R 7 or Regroups; C3-C10 cycloalkyl subsliluted with 1-3 independent aryl, R 7 
or R 9 groups; or C2-C10 alkenyl substituted with 1-3 independent aryl, R 7 or R 9 ; 

Each R 6 is independently C(0)R 5 , COOR 5 , C(0)NR 5 R 5 , C(=N R 5 ) NR S R 5 , or 

S(0)„ R 5 ; 

Each R 7 is independently halo, CF 3 , SR'° OR 10 , OC(0)R 10 , NR I0 R'°, NR l0 R u , 
NR n R n , COOR 10 , N0 2 , CN, C(0)R 10 , OC(0)NR ,n R 10 , C(O)NR 10 R 10 , N(R 10 )C(O)R 10 , N(R 10 ) 
(COOR 10 ), S(O) n NR ,0 R ,(> ; NR'^O^NR"^ 0 ; NR 10 S(O)„R 10 ; or P(0)(OR 5 ) 2 ; 

Each R 8 is independently a 3-8 membered monocyclic, 7-12 membered bicyclic T 

or 11-14 membered tricyclic ring system [comprising] having 1-3 heteroatoms if monocyclic, 1- 
6 heteroatoms if bicyclic, or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected 
from O, N, or S, which may be saturated or unsaturated, and wherein 0, 1, 2, 3 or 4 atoms of each 
ring may be substituted by a substituent independently selected from C1-C10 alkyl; C2-C10 
alkenyl; C2-C10 alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; aryl; R 9 ; halo; sulfur; 
oxygen; CF 3 ; SR 3 ; OR 3 ; OC(0)R 5 ; NR 5 R 5 ; NR 5 R 6 ; NR^ 6 ; COOR 5 ; NO a ; CN; C(0)R 5 ; 
C(0)NR s R s ; S(0)*NR 5 R 5 ; NR 5 C(0)NR s R 5 ; NR 5 C(0)R 9 ; NR 5 S(0)„NR s R 5 ; NR 5 S(0)„R 9 ; Cl- 
C10 alkyl substituted with 1-3 independent R 7 , R 9 or aryl; or C2-C10 alkenyl substituted with 1- 

3 independent R 7 , R 9 or aryl; 

Each R 9 is independently a 3-8 membered monocyclic, 7-12 membered bicyclic, 

or 1 1-14 membered tricyclic ring system [comprising! having 1-3 heteroatoms if monocyclic, 1- 
6 heteroatoms if bicyclic, or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected 
from O, N, or S, which may be saturated or unsaturated, and wherein 0, 1, 2 or 3 atoms of each 
ring may be substituted by a substituent independently selected from Cl-C 10 alkyl; C2-C 10 
alkenyl: C2-C10 alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; halo; sulfur; oxygen; CF,: 
haloalkyl; SR 10 ; OR 10 ; NR'V 0 ; NR ,Q R' '; NR"R n ; COOR 10 ; NO*; CN; C(0)R 10 ; S(O) a R t0 ; 
SCObNR 1 ^ 10 . orC(0)NR ,9 R' 0 ; 

Each R'° is independently H; C1-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; 
C3-C10 cycloalkyl; C4-C10 cycloalkenyl; haloalkyl; C1-C10 alkyl optionally substituted with 1- 
3 independent C1-C10 alkyl, C2-C10 alkenyl, C2-C10 alkynyl, C3-C10 cycloalkyl, C4-C10 
cycloalkenyl, halo, [CF 3 ;] OR 12 , SR 12 . NR 12 R 12 , COOR 12 , NO* CN, C(0)R 12 , C(0)NR ,2 R 12 , 
NR ,z C(0)R 12 , N(R 12 )(COOR 12 ), SCO^NR^R 12 , or OC(0)R 12 ; or phenyl optionally substituted 
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with 1-3 independent C1-C10 alkyl, C2-C10 alkenyl, C2-C10 alkynyl, C3-C10 cycloalkyl, C4- 
C 10 cycloalkenyl. halo, CF 3 , OR 12 , SR 12 , NR 1Z R'\ COOR 12 , NO a , CN, aO^ 2 , C(0)NR l2 R 12 , 
NR ,2 C(0)R 12 , N(R l2 )(COOR 12 ), S(0) n NR 12 R 12 , or OC(0)R 12 ; 

Each R n is independently C(0)R 10 , COOR 10 , C<O)NR 10 R ,l) orS(0)„R lft ; 

Each R 12 is independently H; CI-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; 
C3-C10 cycloalkyl; C4-C10 cycloalkenyl; C1-C10 alkyl substituted with 1-3 independent C2- 
C10 alkenyl, C2-C10 alkynyl, C3-C10 cycloalkyl, C4-C10 cycloalkenyl, halo, CF 3) OR 13 , SR 13 , 
NR I3 R 13 , COOR 13 , NOz, CN, C(0)R 13 , C(0)NR ,3 R'\ NR ,3 C(0)R 13 , or OC(0)R 13 ; or phenyl 
optionally substituted with 1-3 independent C1-C10 alkyl, C2-C10 alkenyl, C2-C10 alkynyl, C3- 
C10 cycloalkyl, C4-C 10 cycloalkenyl, halo, CF 3 , OR'\ SR 13 , NR ,3 R 13 , COOR 13 , N0 2 , CN, 
C(0)R 13 . C(0)NR'V\ NR ,3 C(0)R 13 , or OC(0)R 13 ; 

Each R 13 is independently H; C1-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; 

C3-C10 cycloalkyl; C4-C10 cycloalkenyl; C1-C10 alkyl optionally substituted with halo, [CF 3 ;] 
OR 14 , SR 14 , NR 14 R 14 . COOR 14 , N0 2 , CN; or phenyl optionally substituted with halo, CF 3 , OR 1 ' 1 , 
SR 14 , NR Ia R 14 , COOR 14 , N0 2l CN; 

Each R 14 is independenUy II; C1-C10 alkyl; C3-C10 cycloalkyl or phenyl; 

[Each R u is independently H; CF 3 ; CN; COOR 6 ; or C1-C10 alkyl 

substituted with 1-3 independent OR 5 , SR*, or NR S R S ;] 

Each R 16 is independently H, C1-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; 
C3-C10 cycloalkyl; C4-C 1 0 cycloalkenyl; aryl; R 8 ; halo; haloalkyl; [CF 3 ;] COOR 3 : C(0)R 5 ; 
C(0)C(0)R 5 ; C(0)NR 5 R 5 ; S(0)„R* S(0) n NR 5 R 5 ; C1-C10 alkyl substituted with 1-3 independent 
aryl, R 7 , R 8 , or phenyl optionally substituted with substituted with 1-4 independent R 23 ; or C2- 
C 10 alkenyl substituted with 1-3 independent aryl . R ' or R 8 ; 

[Each R 17 is independently NR s R ui : OR 5 ; SR 5 ; or halo; 

Each R 18 is independently C1-C10 alkyl; C2-C10 alkenyl; C2-C10 alkynyl; C3- 
C10 cycloalkyl; C4-C10 cycloalkenyl; aryl; R 8 ; halo; haloalkyl: CF 3 ; COOR 5 ; C(0)R 5 ; 
C(0)C(0)R 5 ; C(0)NR s R s ; S(0)„R 5: S(O) 0 NR 5 R s ; C1-C10 alkyl substituted with 1-3 independent 
aryl, R 7 or R 8 ; or C2-C 10 alkenyl substituted with 1 -3 independent aryl, R or R ; 

Each R 19 is independently H or C1-C6 alkyl; 
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Each R 20 is independently NR 5 R 18 ; OR 3 ; SR S ; or halo; 

Each R 21 is independently t-butyl, 4-carboxyphenyl, 4-carbomethoxyphenyl, or 

r»4 

furyl substituted with 1-4 independent R ; 

Each R 22 is independently C2-C9 alkyl substituted with 1-2 independent aryl, R 7 , 

orR 8 ;] 

Each R 23 is independently selected from H, C1-C10 alkyl; C2-C10 alkenyl; C2- 
C10 alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; aryl; R 8 ; halo; haloalkyl; [CF 3l ] SR S ; 
OR 5 ; OC(0)R 5 ; NR S R 5 ; NR S R 6 ; COOR 5 ; N0 2 ; CN; C(0)R 4 ; C(0)C(0)R 3 ; C(0)NR 5 R 5 ; S(0)„R 5; 
S(0)„NR 3 R 5 ; NR s C(0)NR 5 R s ; NR 5 C(0)C(0)R 5 ; NR s C(0)R 5 ; NR 5 (COOR s ); NR s C(0)R 8 ; 
NR 5 S(0)„NR 5 R 5 ; NR 5 S(0) B R S ; NR 5 S(0) n R 8 ; NR 5 C(0)C(0)NR s R s ; NR 3 C(0)C(0)NR s R 6 ; 
OCCONR^ 5 ; OS(0)„NR s R s ; NR 5 S(0) n OR s ; P(0)(OR s ) 2 ; C1-C10 alkyl substituted with 1-3 
independent aryl, R 7 or R 8 ; or C2-C10 alkenyl substituted with 1-3 independent aryl, R or R ; 

[Each R 24 is independently selected from Cl-C 10 alkyl; C2-C10 alkenyl; C2-C10 
alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; aryl; R 9 ; halo; sulfur; oxygen; CF 3 ; SR 5 ; 
OR 5 ; OC(0)R 5 ; NRV; NR 5 R 6 ; NR 6 R 6 ; COOR 5 ; NO z ; CN; C(0)R 5 ; C(0)NR 5 R 5 ; 
S(0)„NrV; NR 5 C(0)NR 5 R 5 ; NR 5 C(0)R 9 ; NR^OJ^R 5 ; NR 5 S(0) n R 9 ; C1-C10 alkyl 
substituted with 1-3 independent R 7 , R* or aryl; or C2-C10 alkenyl substituted with 1-3 

independent R 7 , R 9 or aryl; 

Each X is independently O or S; 

Each V, W, Y, and Z is independently N or CR 4 ;] 

Each haloalkyl is independently a C1-C10 alkyl substituted with one or more 
halogen atoms, selected from F, CI, Br, or 1, [wherein the number of halogen atoms may not 

exceed that number that results in a] including: pcrhaloalkyl [group]; 

Each aryl is independently a 6-carbon monocyclic, 10-carbon bicyclic or 14- 
carbon tricyclic aromatic ring system optionally substituted with 1-3 independent C1-C10 alkyl; 
C2-C10 alkenyl; C2-CJ0 alkynyl; C3-C10 cycloalkyl; C4-C10 cycloalkenyl; R 9 ; halo; haloalkyl; 
[CF,;] OR 10 ; SR 10 ; NR 10 R 10 ; NR'V; COOR 10 ; N0 2 ; CN; C(0)R 10 ; C(0)C(0)R 10 ; 
C<0)NR'V°; N(R l0 )C(O)NR ,0 R 10; N(R ,0 )C(O)R l °; NO^S^R 10 ; N(R ,0 XCOOR 10 ); 
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NR 10 C(O)C(O)R 10 ; NR I0 C(O)R 9 ; NR 10 S(O) o NR ,0 R 10 : NR ,0 S(O) n R 9 ; NR l2 C(0)C(0)NR l2 R 12 ; 
.SCO^R 10 ; SflD^NR'V 0 ; OC(0)R m ; C1-C10 alkyl substituted with 1-3 independent R 9 , halo, 
CP,. OR 10 , SR'°, OC(0)R 10 , NR 11 ^', NR ,0 R"\ NR 10 R'\ COOR 10 , N0 2i CN, C(0)R 10 , 
OC(O)NR ,0 R 10 , C(O)NR ,0 R 10 , N(R ,0 )C(O)R ,w f N(R 10 ) (COOR 10 ), S(O) n NR 10 R'°; R 10 ; or C2- 
CIO alkenyl substituted with 1-3 independent R 9 , halo, CF 3 , OR 10 , SR 10 , OC(O)R 10 ? NR n R, 
NR ,0 R"\ NR 10 R", COOR 10 , NO z , CN, C(0)R 10 , OC(O)NR 10 R 10 , C(O)NR ,0 R 10 , N(R I0 )CCO)R 10 , 

N(R m ) (COOR 10 ). S(O)„NR 10 R 10 ; 

Each heterocyclyl is independently a 3-8 membered nonaromatic monocyclic, 8- 
12 membered nonaromatic tricyclic, or 11-14 membered nonaromatic tricyclic, ring system 
[comprising] having 1A heteroatoms if monocyclic, 1-8 heteroatoms if bicyclic, or 1-10 
heteroatoms if tricyclic, said heteroatoms independently selected from O, N, or S; [and] 

Each heteroaryl is independently a 5-8 membered aromatic monocyclic, 8-12 
membered aromatic bicyclic, or 11-14 membcrcd aromatic tricyclic ring system [comprising] 
having 1-4 heteroatoms if monocyclic. 1-8 heteroatoms if bicyclic, or 1-10 heteroatoms if 
tricyclic, said heteroatoms independently selected from O, N, or S; [.] 

provided R 1 and R 2 are not hmh 1 -alkvlp V Tidinium. both 4-pyridyl or both morpholino; 

further provided R 1 is not NH?; 

f,.rther provided R 1 and R 2 are not both hydro xy, methoxy , , crhoxy or phenoxy, 
ft„^r provided R 1 is not phen ^y ^r^ jMiino. or methvlamino when R 2 is morphoUnp .; 
fisher provided B' i* not methox y rr ^""Y " 4-chlorophenylarninoi 

jwh^r provided R' is not oh e noxv. mcthoxv or ethoxy when R 2 is 4- 

aminophen Y Ignlfrm Y 1aminQ: 

pmviHP^ R 1 is not phenrvcv when R 2 is 4 -pathvlthiophenvl amino or sulfanilamide ; 

and 

whgr provided R 1 is not hydroxy when R 2 is hcxy laminn, phenylanuno, 3- 
,™r hvlnhcnvlami™ ^thoxvphe nylnr"--, ^rhYlthinphenvlmmnO. 2- 
rrhi l-nlfirY'r 1 — Y'—T" ^-p f " r v ' s " lfonvlDh6nvIflTn ' no ' 4-acexYlphenylamino, 4- 
.....^.p^vi^o ^itrophen Y'^™ 4-cvanoohe.nyl amino, 4-carboxYphen y lamjno, 4- 
f ,^ y ,^ j no)ph.nvl a mino. 4-h-. ph»Twlsmino. l-naphthylamino, 4-pyridylamino, 2- 
thi^^olYlflmi nu. 4-quino 1y'a™"°- 9-pyrimidinvlamino. 
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2. (Amended) The compound of claim 1 wherein, 
R 1 is independently R 3 ; [and] 
R 2 is independendy NHR 3 l[] 

Each R 3 is indecently arv r phenyl optionally subsumt edjwjthj^ independent 
R" 1 on each ring: or heteroarvl option ally substitu ted with 1-4 independent R 4 on each ring : 

Bac h R a is indcucnrientlv selected from H. C1-C10 alkyl; C2-C10 ^kcnyJiC^ 
no alkynvl: C *-^ -v'T^ Y 1 ' r4 - ri ° cvcloalkpnvl- «ryl; R 8 ; halo; CF^SR 5 ; OR*; OC(Q)R 5 ; 
>JR V: NR 3 R 6 : NR 5 R 16 : COOR 5 : NO -; ™- rm»: CffnTfO)* 8 - C(Q>NK 5 R 5 ; S(Q3nRl 
qn yiftV: NR s Cf ^ 5p5 MPVfn^rm«»: NR 5 CfO)R s - NP/fCOQR 5 ); NR 5 C(Q)R^ 
Ui M^ JJijI ^ rTTT 5 T(H)„r»- WP'Tn^ 1 ; NR*OO^Q)NR S R 6 ; 

nrrn^RV: OS f") ^ SpS - ¥ s ^ nR5 - WOVORV . Ci-CIO alkyl substituted with U3 
inde pendent arvl R 7 or R 8 : or C2- P10 alkenvl subsTtinimd with 1 independent aryl, R 7 or R*i 

r ,- h p5 ^ r ^i Y W runo alkvl; C> TIP nim-nyl" r?,-C 1 0 alkynyl: C3- 
r^no^loalkenvha ^- B 9 - h a lnalkyl;CI-riOalkyU.ih S riTutedwith 1-3 ^ 
indepen dent arvl. * 7 ^ R 9 groups: ^ -y^"" ^ 1 ™* 1-3 independent aryl, R 7 

or R 9 erouns; ™- r.9.-T 10 attmvl substituted with 1-3 indep endent aryl, R 7 or R y ; 

p^P^,ndenend e ndyC(01P S POO F* r(Q)NR S R 5 rf=NR S )NR 3 R 5 . or S(Q)j, 

R s. 

^P^.i« fa n m d m «lvh1aCF3 ^° ™'° ™W° NR^NR 10 RiL 
rnnR-°NO- ™ ryi«» nraoWP'V' rrrw'V° N(R'V(0)R' 0 . N(R'») 
fmnp^ s/n^^" l rnT^fnUTP 10 P IB i l " l ^V 1> ' fl; 

F^h R 8 is independently a 3-8 m ^ ^d Tnonocyclic, 7-12 membered bicychc. 
nr .i.id^hen^^teriM.vrtar i.-^ P I -3 heteroatom* if monocyclic 1 -6 heteroatoms 
if h^lic nr 1-9 h ^roms if tricyclic, s aid hrte roatoms ind ependentl y selected from O jj^r 
g which mav be sand ed or u nsaturate d and wherein 0. 1, ? ^ or 4 atoms of each rin R may be 

-t^t,^ hv a substi ■ lunvprnunrly — — r7 - ri ° " lkCTYl; C ^ C> ° 

■llrynyl-, ^-ClO ^ yHnatkvl: C4~ClO ^.lm.ltenvl: arvl" F*- mirv sulfur; ™ Yr*"; CF,; SR ; • 
nr^ NR*P 5 - "» S ° 6 - ™*» 6 ' ™QR S : NO»: CI* fW 5 ' C (Q)NR*R*, SWM Zl 
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NR 5 aO)NR 5 R s : NR 5 C(Ote 9 : NR S S(Q\ ,NR 5 R 3 : NR 5 S(Ol.R*: C1-C10 alkvl substituted with 1-3 
independent R 7 . R 9 or arvl; or C2-C10 alkenvl subsrimted with 1-3 independent R 7 . R° or arvl: 
Each is i ndependently a 3-8 memhered monocyclic. 7 -1 2 mcmbered bicvclic, 
or 1 1-14 mernbered tricyclic ring system having 1-3 heterqatoms if monocycli c. 1.-6 heteroatoms 
if bicvclic, or 1-9 heteroatoms if tricyclic, said heteroatoms independently s elected from O. N. or 
S. which may be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
substituted bv a substituent independently selected from C1-C10 alkyl: C2-C10 alkcnvl: C2-CI0 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkcnvl: h alo: sulfur: oxygen: CF-ti SR 10 : OR 10 . 
NR 1Q R'°: NR'V 1 ; NR"R": CQOR 10 : NO,: CN: C(Q)R X9 : S«U,R 10 : S(Q\,N R l6 ^iOT 
CrO^NR 1 ^ 10 : 

Each R 10 is independently H: C1-C10 alkyl: C2-C10 alkenyl: C2-C10 alkynyl; 
C3-C10 cvcl nallc yl: C4-C10 cvcloalkenvl: haloalkyl: C1-C10 al kvl ootionaHv substituted with 1- 
3 independent C1-C10 alkvl. C2-C1Q alkenvl. C2-C10 alkvnvl. C3- C10 cvcloalkvl. C4-C1Q 
r. yrMalkenvl halo. CP,. OR 12 . SR 12 . NR i2 R 12 . CQOR 12 - NO,. CN. CrO)R 12 . C(0)NR l2 R' 2 , 
NR !2 CtO)R 12 . Nflt' 2, )(COOR L2 l S(OV.NR l2 R l? -. or QCfO^R 12 : or phenyl optionally s ubstituted 
with 1-3 independent C1-C10 a lkvl C2-C 10 alkenvl. C2-C10 alkynyl, C3-C10 cvcloalkvl, C 4- 
C10 cvcloaTkenvl- halo. CR. OR 12 , CQOR 12 . NO,. CN. CfO)R 12 . CfOWR 13 *' 2 , 

NR 12 CfO^R 12 . NfR 1 VCOOR'\ SfO^NR 'V 2 . or OC(0)R 12 . 

Each R li is independently Ctt»R 10 - CQOR 10 . C(O ^NR'°R 10 or SrO^R 10 : 

Each R 12 is independently H: CI -CIO alkvl: C2-C10 alkenvl: C2-C10 alkynyl; 
CS-C1Q c vcloalkvl: C4-C10cvcIoalke n Yl-- C1-C10 alkvl substituted with 1-3 independe nt C2- 
C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cycloalk enyl halo, CF,, OR 13 , SR 13 , 
NR 13 R 13 . CQOR 13 NOi. CN. C«^R 13 - CfOlNR^ R"- NR 13 C«3)R 13 or OCfO)R 13 ; or phenyl 
optionally substituted with 1-3 i^j^^ C1-C10 alkvl. C2-C10 alkenyl, C2-C1Q alkynyl, C3- 
C10 cvcloalkvl C4-C10 cvcloalkenvl. halo. C P, OR 13 . SR 13 . NR 13 R >3 , CQOR 13 , NQ 7 , QN, 
CfOm 13 . C(Q>NR 13 R' 3 - NR 13 C «nR 13 . or OCfO^R 13 ; 

V»rh P 13 is independently H: C I -C10 alkvl: C2-C10 alkenvl: C2-C10 alkynyl; 
C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl ; ri - r lf> ^Y 1 ftptinnallv substituted with halo, CF 3j 
OR 1 * S R 14 . NR 14 R 14 . COOR u ^ NQ 7 . CN; or phenyl optionally substituted with halo. CFt. OR 14 . 

SR 1 *. NR 14 R 14 . CQOR 1 *. NO?. CN: 

Each R 14 is indppfinrientlv H: C1-C1 0 alky l ; C3-C 10 cycloalkyl or phenyl; 
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Each R 16 is in de pendently fcL Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkynyl; 
C3-C10 cvcloal k vl: C4-C10 cycloalkenvl: arvl: R 8 : halo: CF,; COOR 5 ; CfO)R s ; C(Q )CfQ)R 5 i 

7 8 

CfOWR s R s : SfOUt* S(en.NR s R 5 : C1-C10 alkvl fi nhKrittued with 1-3 independent arvl, R , R , 
nr phenyl optionally sub s tituted with substituted with 1 -4 independent R 23 ; or C2-C 10 afcen Y l 
substituted with 1-3 independent arvl. R 7 o r R 8 : and 

Each R 23 is independently selected from R C1-C10 alkvl: C7.-C10 alkenvl: C2- 
C10 alkvnvl: C3-C10 cvcloalkvl; C4~C 1 Q cycloalkenvl: arvl: R g : halo: CFy, SR 3 ; QR S ; OCfCQR*; 
NR 5 R 5 : NR 3 R e> : CQOR 5 : NO,: CN- CfChR 5 : C(0 *yQlR s : aO)NR 3 R 3 : S(01nR S: S(Q), t NR 3 R 3 ; 
NR 5 CfO)NR s R 3 : NR 5 Cft»C(C»R S ' NRVYOuV: NR s fCOOR^ NR 5 C(Q)R a ; NR 5 S(Q) B NR !> R 3 ; 

P 5. MftSsfQ^H'; NR 3 CfC»aO)NR 5 R 5 - NR 3 C(Q)C( 0)>JR 5 R 6 ; OC(Q)NR s R s ; 
OSft» n NR 5 R 5 . NR 3 S(OU)R 5 : PfOKOftV Cl-CIO alkvl substituted with 1-3 independent aryj. 

7 g 

R 7 or R 8 : or C2-C 10 alkenvl substituted with 1-3 independ ent arvl. R or R - 

3. {Amended) The compound of claim 1 wherein, 

R 1 is independently heteroaryl optionally substituted with 1-4 independent R 4 on 

each ring; [and] 

R 2 is independently NHR 3 ; [.] 

Each R 3 is independently arvl: phenyl optionally substituted with 1-5 independent 
R d on each ring - - h-*-™r Y l nprimiallv substituted with 1 -4 independent R d on each ring; 

Each R 4 is independently selec t ^ from H. CI-C10 alkvl; C2-C10 alkenvl; C2- 
C10 alkvnvl: (TUT: 10 cvcloalkvl: C4-C10 cyclo a l kenvl: ary l; _ R 8 ; halo; CFy, SR 3 ; OR 5 ; OC(0)R 3 ; 
NR 5 * 5 - MR 5 R 6 : NW S R 16 : COOR 3 ; NO,: CN: aOVE * fYmCfOm 3 : C«T>NR S R 5 ; S(Q\R y 
srov.iMR 5 R 5 : NR s rrn^NRV: NR' rfQ^mR 3 : NR 5 aoiF 5 - NR 3 fCOOR 3 ); NR 5 C(Q)R 8 ; 
i«»s {ffl.NR V: NR 3 srOVR 3 : NR 3 S( m„R 8 : NR 5 CrUOO)NR 5 R 5 - NR *CfO)C(Q)NR 5 R 6 ; 
nCfOWR 5 R 3 : OS(OVNRV: NR g SfCT. OR 5 - Pf O )( OR 5 K Cl-CIO alkyl substituted with 1-3 
inde pendent arvl R 7 nr R g : orC 2 -Cin alkenvl substituted with U3 mrlf^dfntt aryl, R 7 pr R»: 

F^rh tt' is indepen d^tlv H: C1-C10 »i* y1- C3-C10 alkenvl; C2-C10 alkynyl; G3 = 
rin rvclnalkvl: C4-C10 cycloalkenvl: arvl: R 9 : h rtcmHryl- C 1-C10 alkyl substituted with 1-3 . ^ 
indenendem arvl. " 7 ™" R* groups: O -C 1 0 cvcloalkvl substituted with 1-3 independent aryl, R 7 
nr R 9 proups: or C2-C 10 alk ^yl substituted with 1-3 independent aryl t R 7 or R ; 
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Each R* is independently C(Q)R 5 . CO OR*, C(C0NR s R S . a=NR 5 -)NR S R 5 , or S(Q) n 

Rfi 

F^-h R 7 i« independently halo. CR , '° OH 10 - POOIR 10 . NR 1 V°. NR'V, 
NR"r" COOR'° NO,- CN. CfO^R 10 nCfO\NR»°R"». C(0)NR IB R' 0 . NfR'V fQR 10 , N(R. 10 ) 
rcnoR'\ SfOlNR'V 0 : NR^S£OLNR'°R 10, NR ,0 S(O) n R 10 ; or PfO)(OR s )?l 

Fach R 8 is independently a 3-8 mr mhwpri monoc yclic. 7-12 membered bicyclic, 
or 11-14 memhered tricyclic Hnp system having 1- 3 hete r oa t oms if monocy clic, 1-6 heteroatoms 
if hievclic. or 1- Q heteroatoms if tricyclic, sa i d heteroatoms independently selected from O, N, or 
S. which ma y K ° ™ i.neamrareri and wherein 0. 1 . 2, 3 or 4 atoms of each ring may he 

sMhsHtuted bv a suhstitucnt indecently selected from C1-C 1 0 alkyl ; C2-CJQ alkenyl; C2^C1£> 
alkvnvl: C3-C10 cvcloalkvk C4-C10 cvcloalkenvl-. aryl; R 9 ; halo - sulfur; oxygen; CP-,; SR 5 ; 
r>R 5 - OCfCOR 5 : NR 5 R 3 : NR S R 6 : NR^ 6 CDOR*: NO,- CN; CfO)R S ; C( Q)NR 5 R 5 ; S(Q)Jffi?gl 
NR 5 Ctt»NR 5 R s : NP*rnP'i ^p^ 5 * 5 - V* 5 *™,* 9 ' C1-C10 substituted with 1-3. 
inrf ^nrie.nt R 7 . R* or arvl: or C2 - C10 alkenvl subsrimted with 1-3 indftpenrlem R 7 , R 9 or aryl; 

Each R 9 is h*ri«p«nfternl Y a 3-8 memb e red monocyclic. 7-12 membered bicyclic, 
or 11-14 memhered tricyclic rinf system havin g 1-3 h e tero atoms if monocyclic, 1-6 heteroatoms 
if hievclic. or 1-9 heteroatoms if tricvclicsaid het eroatoms in dependently selected from O, N, or 
S. which may be saturated or unsaturated, and w herein 0. 1 2 or 3 atoms of each ring may be 
■mhtitattd bv a snhstituent mdepenc ^ T ^I-CIO alkvl: C2-C10 alkenyl; C2-C 1 0 

alk ynyl: C3-C10 cvcloalkvl: C4-C10 cvcl o alkenvl: halo: sulfur; oxygen; Cfr; SR 10 ; OR _; 
MR 10 R'°: NR 10 R U NTT 1 ^ 11 ; C™V°- ™" r f n«' B : SfOltt": S(0^NR 10 R 10 ; or 
CfCHNR'V 0 : 

K^h R t0 is inde P cr »wi y H, Cl-Ci n »1Vvl- C2-C10 alkmvV C2-C1Q alkynyl; 
Cl-C 10 cvcloai v yv C4-C lOcvcWIkenvl: haloal k yi; Ci-Clfli alkvl optionally substituted with 1- 
^ independent C1-C1Q alkvl. C2-C1 Q «llr«nvl. C2-C10 alkvnyl. C3-C10 cycloalky l , C4-C10 
^■n.llMvl 0#\S *» ™»»» COOR^NO CN CfO)R",CfO)NR l2 R' 2 ,NR 12 CC O)Rli 
MrP ' ^rnnft 12 Y SfO\JiR»P" nrOCfCnR 12 - or phenyl optionally substituted with U 

i ^ndentCl-C I" "1h", ^™ "^"" Y 1 a"™" 1 ^- C1 ° C4 ' C1 ° 

^i^vl halo.CF, n »» nr»r" COOR 1z , NO?, CN. , CfCQR 12 , C(Q)NR l2 R'L 

MR^rr^R 12 . N{R 12 VCOOR'\ S(OUNR i a R", or QC(0)R 1Z ; 

F^hR" is independ ent" COOR 10 CfO)NR 10 R 10 or S(0),R' 



>io. 
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Each R 12 is independently H: CU in a lkvl: C2-C10 alkenvl: C2-C10 alkynYl; 
r3-C10 cvclnai m- ^ ..y-i^ii^ nyl- , rur in allcvl substituted with 1-3 independent C2- 
CIO alkenvl. C2-C10 a lVvnvl ra-CIO cvcl oalkvl. C4-C.10 cycloalkenyl, halo, CF 3 . Q R " SR ' 
MB 13 !? 13 COOR 13 . NOo CN_ OPM' 3 . crO*JR 13 R 13 . NR 13 C(0)R 13 or OC(Q )R 13 ; or phenyl 
rtp ti^ a il Y ».,h«tituted with 1-3 ind e pendent C1-C1 0 alky l , C2 -C 1Q alkenvl r?.-ClO alkynyl, C3- 

rio cvcloalkvl. r ^'^H-'r^-Y 1 ^ rF - nR 15 -SR ,3 .NR 13 R 13 COOR 13 , NO,, CN. 
CfOm 13 . aO)NR 13 R 13 . NR l3 aO^R' 3 . of QC(Q) R 13 ; 

Fnch R 13 is indene ndrntlr H" r ' 1 - r ' m r^r in alkenvl: C2C10 alkynyl; 
^-rin ryrlMHr vl- C4-C10 cvcloalkc py 1 ■ C.1-C10 alkvl optionally subsiitutcd with halo, OR 1 *, 
g pt-f ktr' 4 r 14 . COOR 14 - NO,. CN: «r phenyl optional l y substituted with halo^CF }, OR , ?R _ • 

"p POOR 1 '. NO,. CN; 

Each R' d is independently H: C1-C10 alk yl; C3-C10 cy cloalkyl or phcny ji 
Faf.h R '« is independ entl y TT C1-C1U 9 * y\- ™-C10 alkenvl: C2-C1Q alkynyl; 
n-r 10 cvcloalkvl- ro-no cvcloalke n yl- fvi= R 8 : halo: CIV COOR 3 ; C(Q)R S ; C(0)C(0)l£ 
Ctty>NR s R s : SfOlR* SfOlN* 5 ^ r *-C In «' M substituted with 1-3 independent aryl, R 7 , R», 
nr phenyl optionally .nb^mted w ith .nhsrimted with 1 -4 independent R 23 ; or C2-C J0jdkcnyl 
substituted with 1-3 inde pendent aryl R 7 or R 8 ; and 

Bach R 23 is indcr^"d e ntlv selecte d from H. Cl-C 10 alkvl; C2-C10 dk enyliC^ 
r 10 alkvnvl: C3 ™ n~i~nr Y V rAT.in rvdoalkenv l - aryl; R*; halo; CT,; SR 5 ; OR 5 ; QC(Q)R a ; 
r]P y . mpV. mn^ Mrw CN: C(Q)t> 5 - fynyynre'-. aoWRfr 5 : SCOJJ^srOJoNR^ 
nr VfOlNF 5 ? 5 - VP^rm* 5 - ™ 5 ™™ s - NR 5 (COOR 5 V NR*aO)R 8 ; NR s S(Q)nNRVl 
W** r ^- M»*fn y* NR^aOlM^ 5 - NF s r (Q)rfO)NR 5 R & - QC(Q)NR 5 R 5 ; 
o^nyMR'R 5 : NR 3 SfOVO° 5 -, PfY™ V, ^ l-TM JfcV substituted with 1A independent aryl, 
R 7 orR 8 : or C2-C10 alkenyl substituted with 1-3 independent aryl, R 7 or R". 

4. (Amended) The compound of claim 1 wherein, 

R' is independently phenyl optionally substituted with 1 -5 independent R 4 ; [and] 

R 2 is independently NHR 3 l[] 

p» u ^enendentiy - yi- ph-vl optionally substituted w»th 1-5 independent 
m Pa ,b rin«: or he 1 nprinnnlly ™* 1^ independent R 4 on each ring; 
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Each R* is indepp -^-' Y frnm H ClCi0 C2 " C1 ° alkenyl; C2 ' 

CIO alkvnvl: C3-rin cvcloalkvl: C4-C10 cvcloalkenvl: aryl; R 8 ; halo: CFy, SR 5 ; OR 5 ; OC(Q)R ^ 
Mgsps, NfR s R 6 : NR^ 16 : COOR 5 : F "-; rv- r f n )* 5 rfnttMMR 5 : C fO WR 5 R 5 ; SCO^R* 
KfO yjRV: NR S rr^>JR 3 R 5 : NR 5 C(0 ^fQ^R s : NR 5 C^R 5 ; NR'CCOQR 5 ); NR 5 CfO)R»; 
pp^nyjp'p'; NR^rO1-R j :NR 5 S(0) n R 8 : NR 5 C(Q )C(0)1^JR 3 R 5 ; NR 5 CfO>C(Q)NR 3 R ti l 
nrfOWR*R 5 : Q Sfn yNR V: NR s SfOU )R 5 - P f OHOR 3 ) ?; C1-C10 alk y! substituted with 1-3 
inde pendent arvl- R 7 or R 8 : or C2-C10 alkenvl sub stituted w ith 1-3 independent aryl, R 7 or R 8 : 

p ac h R 5 is indenendsmlv H: C1-C10 alkyl; C2-C J0 nlVBnvl- C7>-C 10 alkynyl; Q- 
r 10 rvcloalkvl: CA-CAG eveloalkenvl: arvl: R 9 : hal nalkyl; CI -C10 alkyl suhstituted ^viflLM 
inde pendent arvl- R 7 or R 9 groups: C^CA 0 cvcloalkvl substituted with 1 -1 independent aryl, R 7 
nr r 9 prnn ps: or C2-C10 alkenvl substitu ted with 1-3 independent aryl, R 7 or R 9 ; 

F*ch R« is indeoenc wi y rrnref COOR a CfO)NR 5 R 5 , Cf= W*)NR s R s , or S(Q). 



r! 



n^^i g inH^ndent1vhalo.CF.SR 10 OR 10 OfVO)B" NrV'NrV, 
*n," P " poor 10 N O- ™ rvn«"» OC«»NR'V 0 gQ)NR 10 R'» NfR 10 ) C(O )R 10 , N(R l °) 
f rnnP'^ SfOU^P 'V 0 W^n yre"*'"- NR 10 S(OV.R 10 ; or PfO)(QR 5 )7,; 

Fach R fl is independe^n v a 3-8 mem Wd monocyclic- 7- 1 2 membered bicyclic, 
jj^-i a r~n*to*r4 tricyclic ring sv°'"" 1 heteroatoi m if monory rlic, 1-6 heteroatoms 

if ^lir. or 1-9 b^rnaroms if tricvc ^ h^ematoim inrirnrndemly elected from Q,Mjg 

« which mav be sa 1 > mintrrl mif-*— ^4 atoms of each ring may be 

■■nhtHni.d hv a subs ~» itw ^dentlv ariftnmrf from C W0 aUryl- r 7 -C10 alkeny!; C2- C10 

a 1V ynvl: C3-C10 ryclnalkvl: C4-C in ryrlrr^-y'; »'T V r *' su1fi "" oxvgen; CT ^ ^ 
r< nrrO^R 5 : NR^ S - i™ 5 * 6 " NRV: CQ OR 3 NO ? ; CN; C(n)R*; CfO)NR^; S(O J J 2RjRi; 
i^fynffORV: N PW- NR 5 SrO^N R 5 R s -- NR 5 S(Q), fr»- C1-H0 alkyl substituted with 1-3 

A ^ndant R 7 - R 9 nr im* ~ ™ ^ with '^^ ndffnt ' ° f ^ 

t wh R 9 i» indcoenr Wi y a 3.8 memk ^ monocycli c. 7-1 7. membered bicyclic, 
_i 1 .14 membered rrinrrlir rirr T~" havin r 1 ' 3 "^oatom. if monocyclic 1-6 heteroato ms 
if K^vHic- or 1-9 het ~ ~*™ ^ tricyclic. „id heteroatoms inde r ndrntly selmed from 0, or 
g which mav be s at» ~t~< ™ unsaturated, an d wherein 0, l,2pr3 fltoms of mch , ring may be 
cuKcTifiitpH hv a subsrif^ in ^nnvmiv alerted from n-CIO alkyl; C7-C10 alkenyl; C 2^U) 
-iir ynvi- P3-C10 cr '-^l ^ifl ^rlnalkenvl: snlfur; oxygen; CFy haloalkyl; SR ; 



in 



or 
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OR 10 -. NR IP R 10 : NR I0 R": NR"r"; COOR 10 : NO- ^; r(n)R 10 -. SfOlR 10 : SfO^NR 1 V"; or 
C(OWR l0 R'°i 

Each R 10 is independently H: C1-C ™ alkvl: C2-C10 alkenvl: C2-C10 alkynyl; 
C3-C1Q cvcloalkvl-. C4-C10 r.vdnalkenvl: haloalkvl: CI -CIO alky) optional ly substituted with 1 : 
3 independent C1-C10 *lkvl- C2-C10 alke n y l H - C10 al k y nyl, C3-C10 r. Y r.loalkyl, C4-C10 
ryrin.ltovl. OR 12 *B 12 NR'fr" COQ R 12 no,_ CN. aOR 12 . CCOJMB^R^N^CiQJRii 
N(R' 2 VCOOR'\ SfOV N B '*»*"• orQCfOm 12 : or pheny l nntionallv substituted with 1-3 
■nH^T-^nf r. i.rm alkvl. C2-C. i n «ifa»nvi. C2-C10 alkvnyl, C3-C10 cyclualkyl, C4- C„1Q 
rrl ^.^ v , k„„ rr, n»» sr' 2 NR' 2 r". COOR' 2 NO, CN, CfOIR 12 , C(Q)NR 12 R I2 1 
NR l2 acnR' 2 . NfR' 2 yCOOR'\ S ^> n ^' 2 g 12 ™ OCfCnR 12 : 

Bach R 1 ' i s inaepend«nrIvC^R 10 .CQOR 10 C^N R^R 10 or 5(0)^ 
F^ch R' z is mde^dentlv H; Cl-C iO slkvl: C2-C10 alkenyl; QC10 alkynyli 
n-C10cvcloalh 'l; ^ ^ n .- r i^i^ y1- CI -CIO alkvl substituted with 13 independent Cfc 
rin gR-pnyH, C2-C10 alkvnvl, C3-C10 cvcloalkvl. C4-C 1Q cycloa lkenyl, halo, CF 3l OR 13 , SR 13 , 
nr'V 3 . COOR 13 rw. Cfom 1 3 , r^MR 1 ^ 13 . NR 13 aO)R 13 , or QC(Q)R 13 -, or phenyl 
^^il y cnh.tin.ted with 1-3 i ^- r ^"" Pl-C 10 alkvl r?.riO alkenyl C7.-C10 alkynyl, C3- 
rtn^ a lkvl.C4 -rm.v.io a ik e nvLh a lo > CF.OR 1 3 SF 13 NR 13 ? 13 COOR 13 , NO->, CN, 

rttT>R' 3 . CfO^NR |3 R t3 NR 15 C(P )R l3 - or OCfO)R 13 ; 

T^h R» i, indenend^y ™ ^ n alkvl: C2-C10 alkenyl; CJ^Ojtoyl^ 
Cl-r.lO cvcloai vv'; r *- rU) cvcloalkcnv l- r ^ "'^ V 1 «°timiallv suhstituieH with halo, OR 1 ^ 
'SR W . NR'"P 14 COOR 14 . CN: or p hen yl optionally s u b stituted w i th halo , C,]r\ OR , SR , 
l>JR u R l4 .COOP U -NO,.CN: 

P, P hB» is indey ^ntl y H. Cl-C lft nlky" ^iffT^ 1 or phenvl; 

Flrh p ■« ^ ^,- r n,wi v H C1-C10 alk y'; ri-CAO alkenyl: C2-C10 alky nyk 
nr 10 rvrlosdkvl: r^r tn .veloalkenvl ■„ ,1 F'j hnln- TV ™niC(OM^ 
r-fn)TTO V: SfO yR* S(C» "» 5 * 5 r.l-T.10 alkvl s ubstituted with 1-3 independent aryU BLBL 
nr Phenyl option^ substituted wit h Tnlrtitm^ ™* 1 indepe ndent R 23 . or C2-C10 alkenyl 

substituted with indepen d e nt aryl, R or R \ and 

^ R* i. mdeoende ^y ftnm H. Tl Pin alkyl- C7-C10 alkenyl; C2- ^ 

rin ..kvnvh C3-C1Q ~ r '^ ™- cl ° cvclo B IK.>,nyl- nryl; R 8 ; halo^SR'; OR 3 ; OC(0) R_i 
TJP 5 P 5 - TJR^R 6 : COnP^- MOv- CN: C«M T a rfO)rr ^f^^ S - ' SfO^NR R 1 
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N-R 5 aottfR s R 5 : NR ? r(n)r(A ^Rg : NR s aoiR 5 -. NR 5 fCOOR s ^ N R 5 cro^ 8 - NrR s sm) n NR s B^- 

NR 5 S(Q) n R 5 ; NR 5 SfO^R 8 : N R 5 CfQ')C(Q')NR s R s ; NR 5 CfO)CfO)NR 5 R 6 : OCroWR s R s ; 
Q«(0)nNR 5 R S ; NR^O^QR 5 ; PfOVOR 5 W C 1 - CIO alkvl substituted wifh 1 -3 independent arvl. 
R' or R 8 ; or C2-C10 alkenv) su bstituted with 1-3 independent arvl. R 7 or R 8 . 

5. (Amended) The compound of claim 1 wherein, 
Each R 1 and R 2 is independently NHR 3 J..] 

Each R 3 is independently aryl ; phenyl optionally substituted with 1-5 indep endent 
Rjon each ring; or heteroarvl optio nally substituted with 1-4 independent R 4 on each ring: 

Each R 4 is independe ntly selected from H. C1-C10 alkvl; C2-C10 alkenyl; CI- 
CIO alkvnvl; C3-C1Q cycloalkvl: C4-C1 0 cvcloalkenvl: arvl: R a : halo: CF,; SR S , O R 5 ; QCfO^R 5 : 
NR 5 R S ; NR S R 6 ; NRSR* ■ COOR 5 - NO,: CN: CfOM 5 ; CfOK^R 5 : C(Q)NR 5 R>: SroiR* 
S(0) n NR s R s ; NR 5 C(C0NR 5 R 5 : NR 5 Cr01cro^R s ; NR 5 C(Q)R S : NR 5 rCOOR 5 V N* s C(n\Ti* 
Nj/S(0 ) n NR 5 R 3 ; NR 5 S(Q\,R 5 ; NR^SfO^R 8 : NR 5 a01C(OWR 3 R s : NR 5 C«^C«mre s R«- 
OC,(0)NR 5 R 5 ;OS(0) n NR s R s - NR 5 SfOyOR 5 : V<0)(OR s W_ Cl-C 10 alkvl substituted with 1-1 
independent arvl. R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 - 

Eac h R s is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C10 cycloalkvl; C4-C10 cvcloalkenvl: ar v l: R 9 : haloalkyl; Cl-ClO alkvl substituted with t-l 
indjiipendent aryl, R 7 or R 9 groups: C3-C 10 cvcloalkvl substituted with 1-3 independent arvl. R 7 
or R groups: or C2-C 1 Q alkenvl substituted with 1-3 independent arvl. R 7 or R 9 : 

Each R 6 is independently CfCHR 5 COOR 5 , CrO)NR 5 R s . C(-NR^NR 5 R S nr Sf py 

Rii 

Each R 7 is independently ha) Q , CP,, sg 10 , qr'° COOte 10 . NR 10 R 10 NR io r", 
NRl'R 11 , COOR 10 . NO?. CN. CfO^R 10 orrO)NR '°R'° gOttJR'V 0 , NiR'^CfOIR 10 V(r'°> 
(C00R"\ SfOlNR l0 R'°- Nre'^fn ^'OR-Q; NR'°S(OyR 1[> : or PfO¥OR^ : 

Each R 8 is independently a 3- 8 membered monocyclic, 7-12 membered bicyclic, 
or 1 1-14 membered tricyclic ring system having I -3 h eteroatoms if monocyclic. 1-6 heteroatorns 
j f bicyclic, or 1-9 heteroatoms if tri c yclic, said heteroatoms independently selected from O. N. or 
S^ which may be saturated or unsaturat e d, and wherein 0. 1. 2. 3 or 4 atoms of each ring mav he 
substituted by a substituent independ ently selected from C1-C10 alkvl: C2-C10 alkeny l; C.7-CM) 
alkyjiyj; C3-C10 cycloalkvl; C4-C10 cvcloal kenvl: arvl: R 9 : halo; sulfur, oxveen: CP,: SR 5 : 



Page 72 of 117 



AUG-20-2002 TUE 11:24 AM AUGEN LEGAL FAX NO. flD5 4998011 P. 03/47 



Aj|EN LEGAL FAX NO. ^ 



Oft 5 ; 0C( O)R s ; NR 5 R 5 ; NR 5 R 6 : NR 6 R 6 : COOR s : NO ? : CN: C(Q)R 5 : C«»NR 5 R 5 : SfO)„NR 5 R 5 : 
Nj* 5 C(b)NR 5 R s ; NR 5 CfO>R 9 ; NR s S("0"),NR 5 R 5 : NR 5 SfO).R 9 : C1-C10 alkvl substituted with 1-3 
Independent R 7 , R 9 orarvl: orC2-C1 0 alkenvl substituted with 1-3 indep ende nt R 7 , R 9 or arvl: 
Each R 9 is independently a 3-8 me mbered monocyclic. 7-12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1 -3 heteroatoms if monocyclic. 1-6 heteroaioms 
ilbjcyclic, or 1-9 heteroatoms if tricyclic, said h eteroatoms independently selected from O. N. or 
jLwhich may be saturated or uns aturated, and wherein 0. 1. 2 or 3 atoms of each tine may be 
substituted bv a suhstitucnt indepe ndently selected from C1-C10 alky): C2-C10 alkenvl: C2-C1Q 
alkvnvl: C3-C10 cyclnal kvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen: CR: haloalkvl: SR 10 - 
OR 10 ; NR 10 R 10 ; NR 10 R": NR"r"- COOR 10 : WW CN: aO)R 10 : srolR 10 ; SfOlNR'V 0 : or 
C( Q)NR'°R' 0 : 

Each R 10 is independently H: Cl-C IQ alkvl: C2-C10 alkenvl; C2-C10 alkvnvl: 
C3-C10 cycloalkyl; C4-C10 cvcloalkenvl: haloalkvl: Cl-CIQ alkvl optionally substituted with 1- 
3 independent Cl-CIQ alkvl. C2-C10 alken y], C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cyclQalkenyl, OR 12 , SR 12 . NR 12 R 12 . COOR 12 . NO, CN. CfOm 12 . CfQ)NR >2 R 12 . NR >2 Cf01R 12 
Nm' 2 )fCOOR 12 \ sroy>JR 12 R 12 . or OCfOIR 12 ; or phenyl optionally substituted with 1-3 
independent Cl -CIO alkyl. C2-C10 alk envl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-CI0 
cvcloalkenvl. halo. CF, PR 1 2 , S R 12 . NR I2 R 12 . COOR 12 . NO,. CN. CfO^R 12 . a01NR l2 R 12 . 
NR' 2 aO)R 12 . N (R 12 ttCOOR 12 V SfO).NR l2 R 12 . nrOCfO^"; 

Each R 1 1 is independentl y CrO^R 10 . COOR 10 . C(OWR'°R 10 or SfOU*" 1 ; 
Each R 12 is independent ly H: Cl-CIQ alkvl: C2-C 10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cycloalkyl; C4-C10 cvcloalkenvl: C l-CIQ allcvl substituted with 1-3 independent C?.- 
CIO alkenyl, C2-C10 alkvnvl. C3-C10 cvc loalkvl. C4^C1Q cvcloalkenvl. halo. CF,. OR 13 SR ' 3 , 
NR t3 R 13 , CO OR 13 , NO,, CN. CfO)R 13 . CfO>NR l3 R 13 . NR 13 C^R 13 or COOM 13 : or nhe.nvl 
optionally substituted with 1-3 independe nt Cl-CIQ alkyl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
C1CI cvcloalkvl. C4-C10 cvcl oalkenvl. halo. CF,. OR 13 . SR 13 . NR I3 R 13 . COOR 13 . NO,. CN. 
C(Q)R 13 . CfO^N R 13 R 13 . NR 13 CYO) R 13 , or C)C<n\R ' 3 ; 

Each R' 3 is independentl y H: Cl-CIQ alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cycloalkyl; C4-C10 cvcloalkenvl: C l-CIQ alkvl optionally substituted with halo. OR 14 
SR 4 . NR I4 R U , COOR' 4 . NO,. CN; or phenyl opti o nally substituted with halo. CF,. OR u SR 14 , 
NR I4 R U . COOR 14 . NO,. CNr 
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Each R' 4 is independently H: Cl-Clf) a l kyh C3-C10 cvcloalkvl or phenyl: 
Each R 16 is independently H. C1-C1Q alk Y I?C2-ClO alkenvl: C2-C1Q alkvny l; 
C3£lO cycloalkyJ; C4-C 10 cvcloalkenvl: arv l: R 8 : halo: CP,: COOR 5 : C^R 5 ; C(Q)C(OVl s : 
C£ Q)NR 5 R 5 ; SfO) n R S: S(0) H NR S R S : C1~C10 alkvl substituted wirh 1-3 indep endent aryl, R 7 R 8 
SlJJhenyl optionally substituted with su bstituted with 1-4 independent R 23 : or C2-C10 alkenvl 
substituted with 1-3 indep endent arvl. R 7 or R 8 : and 

Each R 23 is independently selected f rom H. C1-C1Q alkvl: C2-C10 alkenvl; r?- 
CIO alkvnyl; C3-C10 cvdoalkvk C4-C10 cv cloalkenvl: arvl: R 8 : halo: CF,: SR S ; OR 5 : QCfOlR- 5 - 
NR 5 R 5 ; NR 5 R 6 ; COOR 5 - NOv PN: COR 5 : C(n\C (Q)R> : crOVMR s R 5 : S(Q\ R S S(Q\NH 5 U^ 
NR, 5 CfO)NR S R s ; NR. a aoyYO)R 5 : NR s COR 5 : NR s rCQOR 5 V NR s PfQ^R 8 : hm g SfO\-WB»B»; 
NR*S(OlR s : NR 5 Sm) n R 8 ; ^ ao)CfCnNR s RS , NR s C fOrefO^NR j R 6 : OCONR S R S ; 
QS ^NRV; NR s SrO)nOR s : PfOVQR^ - r urin a jkvl substituted with 1-3 indep endent arvl 
R or R 8 : or C2-C10 al kenvl substituted with 1-3 independent arvl. R 7 or R 8 



6. (Amended) The compound of claim 1 wherein, 
R 1 is independently NHR 5 ; [and] 
R 2 is independently NHR 3 i [.] 

Each R 3 is independently arvl: pheny l optionally substituted with 1-5 indep endent 
— 4 °" each rin «i or heteroarvl optionally s ubstituted with 1-4 independent R 4 on each rin r 

Each R 4 is independently selected frorn H. C1-C10 alkvl: C2-C10 alkenvl: C2- 
C10 aJkynyl; C3-C10 cvcloalkvl: C4-C 10 c v cloalkenvl: arvl: R 8 : halo: CF,; SR S : OR 5 : nr( n )B^ 
NRV; NR 3 R 6 ; NR 3 R 16 ; COOR 5 : NO,: CN: COR 5 - C fO^CrOlR 5 : C^NR S R 5 : StO\ H* 

S£Q)nNR s R 5 ; NR 5 CfO)NR s R 5 - NR 5 CfQ^ro^ 5 - NfR 5 cro^R 5 : MR 5 rrnoR 5 ): NR 5 crote 8 

NR^Q^R 5 : NR 5 SO n R 5 . MP^p*. np ^CWKR 5 **: i>tr 5 q( Q)Cf QWR 5 R 6 : 
QCXQ)NR S R 5 ; OSfO^ NRV- NR 5 SfO).OR 5 : PfOVOR^ C1-C10 alkvl ...h stituted -with i.i 
i mfependeiff arvl, R 7 or R 8 ; or C2-C10 alkenvl sub s tituted with 1-3 independent arvl. R 7 or R 8 ; 

Each R 5 is i ndep e n den tl y H: Cl-ClO alkvl; C2-C10 alkenvl: C2-C1Q alkvnvl: C3- 
C1Q cvcloalkyl; C4-C10 cvcloalkenvl: arvl: R 9 : M oalkvl: Cl-fin alkvl substituted with 1.3 
in dependent aryl, R 7 or R 9 groups: C3-C10 c y cloal kvl substituted with 1 -3 independent aryl , B 7 
or R 9 groups; or C2-C 10 alkenvl substir u ted with 1 -3 independent arvl. R 7 or R 9 : 
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R 5 : 



Each R 6 is i ndependently CfO)R 5 . COOR 5 , C(Q)NR 5 R S , C(=NR 5 1NR 5 R S . or S(CH a 



Each R 7 is independently h alo. CF V SR 10 . OR 10 . QCfOlR 10 , NTR 10 ? 10 . NR I0 R". 
C OOR 10 , NO?. CN C(Q)R 10 . OCfOVMR l0 R'° CfCnNR'V 0 MR'V^R 10 1M(R'°) 
{COOR 10 ), S(Q) n NR 1( > R 10 - NR '"SCO) ,NR 10 R I<:> : NR'°SfQtpR 10 : orPfflVnB^ ; 

Each R 8 is independently a 3-8 me mbered monocyclic. 7-12 membered hicyr.Hr , 
OL U-14 membered tricyclic ring system having 1-3 heter o atoms if monocyclic. 1-6 hetero^o,™ 
lfbicyclic, or 1-9 heteroatoms if tricyclic, said hetero atoms independently selecred from O. N. or 
S^which may be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atoms of each ring may he 
substituted by a substituent independ ently selected from C1-C10 alkvl: C9-C1Q alkenvl: C2-C in 
alkynyl; C3-C10 cycloalkyl; C4-C10 cvcloalke n vl: aryl: ft*-, halo; sulfur: oxygen: PP,- SR^- 
OR; 5 ; OC(Q)R S ; NR S R 5 - NR V- NR^ 6 : POOR*; NO,: CN: C(n) U s : C(Q)NR 5 R S - Sf OyvrP^- 
Ng 5 C(Q)NR s R 5 ; NR s C f O )R q - NR 5 Sff)\,NR $ R 5 : NR*SfO)„R»; Cl-ClO alkvl substituted with 1.1 
.independent R 7 , R 9 or arvl- or C2-C1Q alke nvl substituted with 1-3 independent R 7 . R 9 or ary l; 

Each R 9 is independently a 3-8 membered mo nocyclic. 7-12 membered hicy r.lir 
grj, l-14 membered tricyclic ri ng sy ste m h aving 1-3 heteroatoms if monoc yclic. 1-6 heteroafomc 
i f bi cyclic, or 1-9 hetero atoms if t ri cyclic, said heteroatoms independently selected from O. N. or 
S^which may be saturated or unsaturated an d wherein 0. 1 . 2 or 3 atoms of each ring may h* 
s ubstituted by a substituent independently selected from C1-C10 alkvl: C2-C10 alkenvl; C7.r in 
a lkynyl; C3-C10 Cycloalkyl: C4-C1Q cyclnal k envl: halo: sulfur: oxygen: CF,; haloalkvl: SR 10 - 
OR»; NR'V°: NR'°r": Nr"r"- rnr>P»°- Mn ? : CN ; CfOm": sroi»"- smy rn^". „ 
CYOlNR'V 0 : 

Each R'° is ind epend entl y H: C1-C10 alkyl: C2-C10 alkenvl: C2-C10 alkynyl; 
C34:i0 cycloalkyl; C4-C10 rvrloalkenvl: haloalkv l; C1-C10 alkvl o ptionally suhsrin.teH u,ith 1 . 
limtependentCt-ClO alkvl r?.riQ alkenvl C7.r t0 alkvnvl re.riQcvcloalkvl CA.rm 
cyclnalkenvl. OR 12 . SR 12 . nJR 12 R' 2 . COOR' 2 NQ,, CN. CfOlR' 2 , qO)NR 12 R' 2 NR^C/O^R 12 , 
NfRl 2 )(COOR )2 ) 1 S(Q) n NR' 2 R' 2 or QCfOm 12 : or ph enyl optionally snhstituted with 1-1 
independent C1-C10 alkvl. C7-C10 alkenvl. C7.r in alkvnvl. C3-C10 cvcloalkvl. C4-rin • 
cycloalkenvl halo. CR. OR 12 SR 12 . NR I2 R IZ P o or' 2 , N Q ? f!N r C(Q)R 12 . C/OWR l2 R' 2 
NR'-CfO^R 12 , Nm'^rcnoR 12 ! s fOUNTR' 2 K' 2 nr nr f n }P ^. 

Each R" is independently CfO^R 10 FOOR 10 , qOWR"^ 6 or SrO\ R 10 ; 
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Each R 12 is independently H: Cl-PlO alkyi; C2-C10 al^ ny l: C2-C10 alkvnyl; 
C3 : C1Q cycloalkyl; C4-T1Q rvrloalkenvl: Pl-P I Q a i kvl substituted with 1-1 inrtep»n,w r ? . 
CjO alkenyl, C2^CIO alkynvl C3-C1Q cvcloalk yl. C4-C1Q cvcloalkenvl. halo , PR . or" SP J3 

~- ^' 3 ' COOR " cn, cfoiR 13 . ao\tn 13 r 13 M R »c/om ' 3 » r nr f0 «'3 : or oh en Vl 

6BlionatiY substituted with 1-3 independent C1-C10 alkvi. C2-C10 alkenvl, P2-C10 alkvnvl PI. 
CIO cycloal kyl, C4-C10 cvclnalkenvl. halo PF,, QR". S R 13 . NR I3 R 13 . POOR 13 , NO,. CN 
g(C 0R l3 ,QO)NR l3 R l3 ,NR'3p f n) R l3 orocro^' 3 ; 

Each R' 3 is independently H: C1-C1Q alk y l: C2-C1Q alkenvl: C2-C10 allfy nyi; 
CJ^CIO cycloalkyl; C4-P10 cvcloalkenvl: C1- P1Q alkvl optionally substituted with halo. OR 14 , 
SR , NR R a , COQR 14 , NQ 2 , CN; or phenyl optio n ally substituted with halo. PF,, OR 14 . SR 14 . 
NR 1 4 R' 4 .conR' 4 Mn. pm ; 

Each R 14 is independently H; C1-C10 alkvl: C 3-C10 cvcloalkyl or pheny l; 
Each R 16 is ind epend e n t ly H, C1-C10 alkvl; C2-C10 alkenvl: C2-C10 alky^y l 
C3-C10 cycloaJkyl; C4-C10 cvcloalkenvl: arvl- R 8 : halo: CR- POOR 5 ; CfOre 5 - r/n) qn|^ ; 
gIQ)NR 5 R^ SfO)^SfO^V^ ^ 1 -^dependent arvl R 7 »» 

o f phenyl optionally suhsrimted with subst i tuted with 1^4 independent R 23 : or P2-P1D alWny i 
substituted with 1-3 indepe ndent arvl R 7 nr P 8 ; 9n H 

Each R 23 is independently selected fr o m H. Cl-Plf) alkvl: P2-P1Q alkenvl; P2- 
C IO alkvnyl; C3-C10 cycloalkvl: C4-C1Q cy rlna lkenvl: arvl: R g ; hair,- PR. qr^. oc(0)r> : 
NRV; NR 5 R 6 ; COQR 5 - NQv PN CfOIR*: m m ^ : C fOWR s R*- y ny**^™**'. 
NRfC(Q)NR s R 5 ; NR*PfO)CfO)R*- NR*C(Q^ lfflVfYY »^ : NR 3 P^R*- N R 5 sroyjR*RS. 
N£fSiQ ) n R S ; NR^OU* 8 ; NR 5 C(QlCrOWR*RS. W gOWnW*^ QCrO»JR*R* 
OS(Q) n NRV; NR 5 SfO) ri OR*- Pfn yOR'),; C1-C10 alkvl substituted with i.q independent arvl 
R 7 or R 8 ; or C2-C10 alkenvl substituted wi th 1-3 independent arvl. R 7 or R 8 ; 
provided R' is not N%. 

r 

7. (Amended) The compound of claim 1 wherein, 
R 1 is independently NHR 6 ; [and] 
R 2 is independently NHR 3 - [.] 
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Each R 3 is independently arvl; phenyl op tional ly substituted with 1-5 indep endent 
R! gn each ring; or heteroaryl option al ly sub stituted with I -4 independent R . 4 p n each rin r , 

Each R 4 is independently selected from H , Cl-ClO alkvl: C2-CIO alkenyy P7. 
GIQ alkynyl; C3-C10 cyclonlkvl- C4-C1Q cvcln^ nvi; arvl . R » ; halft . CF , : SR s ; nR s, nrfn)P s, 
NR 5 R S ; NR 5 R<; NR 5 R'*- POOR*- NOv CN: Ctt»R s - fYO ^QlR*., gowi^; gf^.P* 
S&JnNR 5 ^; NR 5 CfO)NR s R 5 - m s C(Q)C(nMl 5 - K* 5 C(OK s : NR s (cnr> R Sy_ NR^O)^; 
NR, S S(Q)„MR^; lVR*SrO) n RS- NR s SfOVR»: NR s C^ryr,lNR V: ^^^^ ^^05^6, 
QC, (0)NRV;OS(0) n NR s R s ;NR 5 S^OR s : PrQ^QR^V r.-ClO alkvl „,h^.„.H , , 
independent aryl, R 7 o r R 8 - or P?-C10 alkenvl *„h R ti t uted with inH e oendent arvl » 7 or p*. 

Each R s is independently H: Cl-ClO alkvl: C 2-C10 alkeny l ; C2-C10 alky nyl- 
C10 cycloalkyl; C4-CI0 ryrloalkenvl: arvl: R 9 : h a ln al kv i : ci-CIQ allryl c UPStitlI ted with 
independent aryl, R 7 or R 9 pronns- C3~C10 cvrl^iVyi substituted with t. 3 independent ,ry. p? 
of R 9 groups; or C2-C10 alkenvl substitute d with 1-3 independent arvl R 7 nr R° ; 

Each R 6 is independently C<Ci ) R s . COOR 5 r(OWR 5 R s , r( =NR s 1NR s R 3 . or srny 



Each R 7 is independently hajn r^ lt CP"> qrIQ QcroiR 10 . NR'yo ntr'Qr'1 
NRi y'.COQR' 0 , NO a .CW.ao«' fl .oc^NR'»li"' C foiNKiOR" ^p'VrO^"> 

Each R B is independently a 3-8 memhe red monocy cl ic. 7-12 memhered bicvclic 
or 11-14 memhered tricyclic rin r system having 1-3 heteroses if m onocyclic. 1-n h^m,^ 
if bicyclic, or I -9 heterpat or ns if tricyclic, said heteroatoms indep e ndently selected fmm n k nr 
S, which may he saturated or un saturated, a nd w h erein 0 1 . 7 l ^ nr 4 atoms of each rin ff may he 
substituted by a substituent independently sei z ed from CJ -C1 Q alkvl: C2-C 10 alkenvl: C2-C10 
alkynyl; C3-C 10 cycloalkyl; C4-C10cvcln a lkeny i ; arv i : R > : ha | Q; .^fur: oxygen: CF, ; 
QR 5 ; OQO)^ NR V; NR S R 6 - NR*R 6 - COOR*: Nn, ; rv ; r f o)»» : rmWR*R*- mp5 p s. 
NR, 5 C(Q)NR S R 5 ; NR 5 C(Q)R 9 ; NR*S^ NR V: Ntt'srny * ri-qp alkv l suhRrit „^ ^h. ■ 
independent R 7 R 9 or aryl; or C7.-C10 alkenvl inhu med with l-l independent R ? . R 9 nr ary i; 

Each R 9 is independently a 3-8 memhered m onocyclic 7-12 membered hirvrlir , 
or 11-14 memhered tricyclic rinp system having 1.3 hetematnmg if monocyclic. U6 hmmtnm, 
if bicyclic, or 1-9 heceroatorm if tricy clic, s a id h eteroatoms independently selected from O N nr 
S^whjch may be saturate or unsaturated And .h ^ in p, 1 , 2 nr , atoms of each ring mav ^ 
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substituted by a suhstitnent independently s elected from P1-C1Q alkvl: P?-C1Q alkenvl: C2-CIO 
aLkynyl; C3-C10 cycloalk y l - P4-C 10 cvcloalkenvl: halo: sulfnr; oxygen: rF, haloalkyl; «qp">- 
QR' 0 ; NR'V°; NR i0 R"- NR"r"- POOR"; NO,: PN ; P^r'°- ^.o ; S( Q^^. nr 
C( O)NR l0 R 10 : 

Each R'° is independently H: CI-CIO al k vl: C2-C10 alkenvl: C2-C1Q alkynyl; 
C3 r C10 cycloalkyl- C4-Pl0ryrloalkenvl; haloalkyl: C1-CIO alkvl n ptiona iiv su hsHt„ted with i. 
Independent CI-CIO alkvl P2-C10 alkenyl, P 2-C1Q alkvny l P3-C1Q tvclnalkyl, r^.rm 
cycloalkenyl, OR 12 , SR 12 NR ,2 R 12 . CQOR 12 CN. CfQ^R l2 | C^NR»l»» , iMP'V^ p'^ 
Mj;' 2 )(COOR 12 ), S(Q)„NR ,2 R 12 or OCfCOR 12 - or p henyl optionally substituted with i.i 
independent Cl-CIQ alkvl C7-P10 alkenvl. P1.P1 Q a ikvn v |, P1.P1Q Cvc i QaTkvl r 4 -P f n 
cvcj oalkenyl, halo, CF,, OR 12 . SR 12 . NR I2 R' 2 pp-hr ' 2 , no, PNF p ^r", cro»JR ' 2 r' 2 
NR i2 C(0)R 12 . Nfl?' 2 ypnnR' 2 }i S fOyre' 2 R' 2 .rnr f n )P ^ ; 

Each R" is independently Pr Q)R 10 . CQOR 10 aCONR'°R' 0 or S/n^n I0 T 
Each R' 2 is independently H Pl-ClO alkvl: P 2-C10 alkenyl; C2-C10 alkynyl; 
C^CIO cycloalkyl; C4-C10 ryr loalkenyl; Cl-CIQ alkvl substituted w ith 1-3 independent ro. 
CIO, alkenyl, C2-C10 alkynyl C3-C10 cvcloal kvl. C4-C10 cvcloalkenvl. halo. CF,. OR 13 SR 13 

CQOR" NO, PN PfO)*' 3 OOWR»R u NB ^Q^.nrnnna'^^ 
optionally substituted with 1-3 independent P1- C 10 alkvl. C2-C1Q alkenvl. C2-P1Q alkvnvl. C3, 
CIO cycloalkyl, C4-C10 cvcloalkenvl. halo pf, OR 13 . SR 13 . NR I3 R 13 . CQOR 13 Nr> ? , pkt 
CjO |R 13 . qCONR' 3 R 13 MP 13 Pfn ) R ", Qr nr(n ^ , 3 . 

Each R 13 is independently H. Cl-CIQ alky l; C2-C10 alkenyl; C2-C10 alky n yl; 
C3-C10 cycloalkyl; C4-C10 cvcloalkenvl: P1-P1 Q a i kv l optionally substituted with haln np 
SR , NR 14 R U , CQOR 14 , NQ 2 , CN; or phenyl optional ly substituted with halo. P F ,. OR 14 . SR 14 
NR" R".COOR u ,NQ 7 .CN; 

Each, R >4 is independently H: Cl-CIQ alky l; C3-C10 cvcloalkvl or phenyl: 
Each R' 6 is independently R. Cl-CIQ alky l; C2-C10 alkenvl: C2-C1Q alky nyl; 
C3-C10 cycloalkyl; C4-C1Q cvcloalkenvl: arvl- R»- h,.,v nr.- rnn^ . gp^s. rro ^ n)P s, 
C(Q)NR S R S ; S(Q) W R S: SfO> NR*R S ; C1-P1Q alky l Substituted with 1-3 indep enden t aryl. R 7 . R« , 

or phenyl optionally substinited with substituted with 1-4 independent R 23 : or P2-C10 alkenyl 
substituted with 1-3 indepe ndent arvl R 7 or fe 8 ; ™A 
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Each R 23 is independently selected from H. C1-C10 alkyl; r ?,-C10 alkenvl: CI- 
CIO alkynyl; C3-C10 cycloalkvl; C4-C10 cvcloalkenyl: ar vl: R 8 ; halo: PF, : SR 5 : OR 5 : QCro^R 5 - 
NR S R 5 ; NR 5 R 6 ; COOR 5 ; NOy rN- ao)R 5 : CtCDTtn tf, gOWR V. *«3lR s : sroyjR 5 R 5 - 
N£ 5 C(Q)NR S R 5 ; NRVfOyYOlR 3 : NR 5 C<Q1R 5 : N R 5 fCOOR 5 V NR 5 C(Q1R 8 : NR S S^ Q) r NR S R 5 • 
m^m^\ NR s S(Q) n R 8 ; NR 5 C(CnCrOtisrR*R*- NR^fOlfYQINn^R 6 ; OC^NR s R 5 ; 
QSfO)„NR 5 R 5 ; NR 5 S(Q) B QR S ; P(0)(OR\; ri.ri 0 atkv l substituted With 1-3 indecent nry l 

R_or R 8 ; or C2-C10 alkenvl substit uted with 1-3 independent arvl. R 7 or R 8 

8. (Amended) The compound of claim 1 wherein, 
R 1 is independently OR 5 ; [and] 
R 2 is independently NHR 3 ; [.] 

Each R 3 is independently arvl: phenyl o ptionally substituted with l-S indep endent 
R on each ring; or heteroarvl optionally su bstituted with 1-4 independent R 4 on each rin p ; 

Each R 4 is independently selected fm m H. C1-C1Q alkvl: C2-C10 alkenvl: C2- 
CIQ alkynyl; C3-C10 cycloalkvl: C4-C1Q cvcl o alkenvl: arvl: R 8 - halrv rp, ; QR s, 0C(O ^s. 
NR 5 R 5 : NR S R 6 : NR S R"- ronp*- mh. ; pm. ry^ 5 : aQyC(cm 3. c ( Q)NR s R 5 : S(Q\ K> 
m^m 5 **; N fR S C(Q)NR S R S - NR 5 CfO)CYQ^ 5 : NR 5 CfOM 5 : NR 5 ft"IQQR 5 V. NR s ffniB 8 ' 
NElSfO^ R 5 ; NR s SfO) B R s - NR 5 SfO> n R 8 : NR 5 C.( COCYQ WR 5 R 5 - NR*CfO^OWR s R 6 - 
QCX Q)NR 5 R 5 ; OS(Q) n NR 5 R 5 ; NR 5 SfO).OR 5 : PfOVOR V C1-C10 alkvl substituted with 1-3 
independent aryl, R 7 or R 8 : orC2-C10 alkenvl su bstituted with 1-3 independent arv l R 7 nr 

Each R s is in dependently H: C1-C10 alkvl: C2-C1Q alkenvl: C2-C1Q alkvnvl: C3- 
C10 cycloalkvl; C4~C10 cvcloalkenvl: arvl- R»; h aloalkvl: Cl-CIQ alkvl substituted wjth 1.7 
independent aryl, R 7 or R 9 pro.ins: C3-C10 cvei^i kvl substitnteri with 1-3 indep andgnr ar yi p? 
or R* groups: or C2-C 10 alk e nvl substituted with 1 -3 independent arvl. R 7 nr R»; 

Each R 6 is independently fYO )R 5 . COOR 5 . r(Q)NR 5 R s . Ci=NR 5 WR s R 5 nr Sf n) n 

EL 

Each R 7 is independently halo, PR,, QP 1 0 . QR'° QC(0)R 10 NR 10 R la . NR'V, 
NR"R m . COOR J ° NO, PM, nfnp io oao^'°n'°, qOlNR'V 0 MR^CfO^" w»'<S 
(COOR'\ SrOyMR">pJ°. MPy ^'ORie. NR'°S^ n R'° : orPfOVOttV 
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Each R is independently a 3-8 membered monocyclic, 7-12 membered bicvclic 
or 1 1-14 membered tricyclic ring system having 1-3 he t eroatoms if monocyclic. 1-6 heteroatoms 
if bicycltc, or 1-9 heteroatoms if tricyclic, said hftt e roatoms independently selected from O. N. or 
S^which may be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atnms of each ring mav he 
substituted by a substitnent independentl y selected from Cl-ClO alk Y 1; C2-C10 alkenvl: C2-CI0 
fllkml; C3-C10cvcloalkvl: C4-C10cvcl na llc ft n vl: arvl: R 9 : halo; sulfur: oxygen: CP , SE 5 
QR S ; OC(Q)R 5 ; NR S R 5 ; NR S R 6 NR 6 R 6 : COOR 5 : NOv. CN: mtt»- qoWR V: srnVMR^. 
NR, 5 C(0)NR s R 5 ; NR*C(Q)R>- NR 5 SCO'>nNR 5 R 5 : NE^n ^R 9 ; Q-C10 alkvl substituted with . 
md«pendent R 7 , R 9 or arvl- or C2-C10 alk envl substituted with 1-3 independent R 7 . R° or aryl; 

Each R 9 is independently a 3-8 membered mon ocyclic. 7-1 2 membered biey elie, 
QfJ 1-14 membered tricyclic ring system having 1-3 heteroat o ms if monocycl ic. 1-6 heteroatoms 
ilbicyclic, or 1-9 heter oatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S, which may be saturated or unsaturated, and wherein 0 1 2 or 3 atoms nf Pach ring may be 
. substituted by a substituent independen t ly selected from C1-C1Q alkvl: C2-C10 alkenvl: C2-CI0 
alkynvl; C3-C10cvcloalkvl- C4-C10 cvcloa lkenvl: halo: sulfur: oxygen: CF, : haloalkvl: SR 10 ; 
OR 10 ; NR'V°; NR'°R"; NR"R"; C Q0r'°- NQ 2 ; CN; CfQtt": srou t* S<OlNR»R": or 

ao iNR'V 0 - 

Each R'° is ind ependently H: Cl-ClO alkvl; C2-C10 alkenvl: C2-Q0 alkvny l; 
C3-Cl0cyclo a lkyl; C4-C10 c ycloalkeny l ; h a loalk vl: Cl-ClO alkvl o ptionally s „h R titnt^ ^ i 
Linjjopendent C1-C10 alkvl C7-C10 alkenvl, r?. C 10 alkvnvl. C3.Q0 cvcloalky l, P4.r tn 
cvcloalkenvl. OR 12 Sft 12 rv^H^ ^ N. C(Q)R i2 . CfQWR l2 R 12 wrI^ b 

m! 2 )<COOR>\ S(0) n NR' 2 R' 2 , or oaO>R' 2 : nr p hft nv. optionally suhstit^H ^ 
inde pendent C1-C10 alkvl. C2-C10 alkenvl r?.r i p alkvnvl. C3-C1Q cvcloalkvl. Ca-C m 
cycU^aJkenyl, halo, Cfr OR 12 ,SR 12 . NR I2 R 12 rnn R " NO-.. CN crpm 12 . CrPWR' 2 R" 
NR i:i C(Q)R' 2 , Nm'^mnR' 2 ) «fri >,NRi»R». ftrm " ; 

Each R" is independently r (Qm'° COOR 10 . CfCttNR'V 0 or SfO^R 10 : 
Each R 12 is indeoendenrly H; C1-C1Q alkyl, C2-C1Q alkenvl; C2-C10 alkynyl; 
C3,C;10 cycloalkyl; C4-C10 rvrloalkenvl: Cl-P I Q alkvl substituted with 1-3 indep endem 
CI O alkenvl, C2-C10 alkvnvl C3-C1Q cvcln« lkvl. C4-Cl0cycloalkenvl. halo. CR. OR 13 . SR , 13 , 
im!! R . l3 ,COOR' 3 , NQ,,CN, C ( 0 >R l3 .ao^R'3R'V^'^R" ornrfO)R'3. orp henv , 
op tio nally substituted with 1-3 independent Cl- C lO alkvl. C2.PIQ alkenvl. C2-C10 alkvnvl. C3- 
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Cl() cycloalkyl, C4-C 10 rycloalkenvl. halo. C R , OR 13 . SR 13 . NR I3 R 13 rnriR ' 3 Mn,, 

Each R 13 is independently H: Cl-CIO alkvl: C 2-C10 alkeny l ; C2-C10 alky nyl; 
C3:;C10 cycloalkyl; C4-CIQ rvrloalkenvl: Curi Q a ikvl op tionally subst in»f ft ri with h»i» ni>'« 

SR ,NR R i c QOR' 4 .N0 2 ,CN: or Phenyl o pti onally substituted with halp. CFi. OR 'VSR 14 , 
NR i4 R 14 COOR". NO, CM: 

E ?ch R 14 is inde pendently H; C I -CIO alkvl: C3-C10 cvcloalkvl nr p henyl; 

Each R 16 is independently H. Cl-CIO alk v l; C2-C10 alkenvl: C2-C10 alky n yl; 
C^CIQ cycloalkyl- C4-riO rvrloalkenvl- aryi- B 8 ; h»i„. rtt, ; ™ OR s ; c ^ n ^ S , rrn) r(r>)P 5, 
ClQmfRiiSlC^.S(Q^^ 1 .^dependent arvl R>« 

QTBlienyl optionally substituted with substituted with 1-4 indep e ndent R 23 : nr r?. C 10 alkenvl 
substituted with 1-3 indepe ndent aryl. R 7 nr B 8 ; a nH 

Each R 23 is independently s elected from H. Cl-CIO alkvl: C2-C 1 0 aJkenvl : C2- 
ClO alkynyl; C3-C10 cycloalkyl: C4-C1Q cvrJoal kenvl: arvl: R B - halo: CK: SR*; r> R/ : QCfO^R 5 : 

NE!l£_NR s R 6 ; cqor* ; nov pn- rfO)R s : crmrro^ c(om¥: un^ *^™,^. 

NRf<:(0)NR 5 R s ; NR s C(0)C(Q)R 5 - NR*CrO^- r^r o Q R*V NR*P f niP 8 ; NR's^ NR*^ 
NR^£Q) W R 5 ; NR 5 S^ n R 8 > MP s r( Q)CfOWR 5 R 5 - NTR 5 Cf QlCf Q1NR 5 R 6 ; Q C (OWR 5 R 5 - 
Q§£ P)nNR s R s ; NR 5 S(Q)nOR 5 ; PfO)fOR^ : Cl-CIO alkvl su bstituted with 1 .3 inH. f f n^, 
R or R ; orC2-C10 alkenvl substituted wir h 1-3 indep en dent arvl. R 7 or R 8 ; 
provided R 1 is not methoxy or hydroxy whe n R 2 is 4-chlomphenvlatninn; 

fun;h«r provided R 1 is not phenoxy r nethoxy or ethox v when R 2 is 4-aminonhenvl R „lfnny . a ^™. 

arid 

further provided R 1 is not phenoxy when R 2 k 4-m»t h v | thioohenvlfltTliri o or su i fanjlarniflg 



9. (Amended) The compound of claim 1 wherein, 
R' is independently SR 5 ; [and] 
R 2 is independently NHR 3 ; [.] 

Each R 3 is independently aryl: phenyl optio n ally substituted with 1-5 indep endent 
Rl on each ring; or heteroaryl ontionallv snh.ttt. u ed with 1-4 independent R 4 on earh rinp ; 



Page 81 of 117 



AUG-20-2002 TUE 11:28 AM AttGEN LEGAL FAX NO. ^D5 4998011 P. 12/47 



I^EN LEGAL FAX NO.^! 



Each R 4 is independently selected fro m H, C1-C10 alkvl: C?.nn alkenvl: CI. 
ClOalkynyl; C3-C1Q cycloalkyl: C^IOc^lna tkenvl: arvl: R 8 : h a »n ; n? i; cp*. ^5, ^ r)p 5, 
NR S R 5 ; NR 5 R 6 ; NR S R ' 6 ; COOR*- N rv CN: C(nn* rt pyctoW: c< n )m h>*. e f o )||P * 
S&)„NR 5 R 5 ; NR 5 CfO)NRV- NR s CIO^fOW«. N R» C fO« s : NR'rrQgpA fflW- 
NR: ; S(Q) n NR s R s ; NR 5 Sf p) n R 5 - NR s Sm)^« : NR s CrQ)CfO>NR j R 5 - M'ryoiCfOTNR'R': 
QOQNRV; QSfOWNR^; NR*SfOlOR*: wnvnB^; Cl-CIQ alkvl snh^r,,,^ , 
independent aryl, R 7 orR 8 - nrr?-ClO alkenvl ...h .tituted with 1-3 indenendeni arvl B^r 

Each R s is independently H: C1-C10 alkvl ; C2-CIO alkenvl; C2-C10 alkvny'; n. 
Clfi cyclQalkyl; C4 -C10 r.yrloalkenvl: arvl: R 9 : h,l odkvh Cl-T in alkvl substituted with i.i 
independent aryl, R 7 or R'pm np,; C3-C10 cvcloatkvl substituted with . 1-3 independent ary. 
QL R° groups; or C2-C 10 alkenvl suhsti ^ ted with 1 -3 indep endent arvl. R 7 or R*; 

Each R 6 i s indepen d e ntl y C fO)R 5 . COOR*. croWR 5 R 5 , CfaNTR^NR^R 5 , nr 

Each R 7 is independently h alo. CR. SR 10 , OR 10 . QCfO)R'°. NR 1 V° NR 10 R" 
NRj'R", COQR 10 , NO, CN qr»R'° QCrOWR'V" qOWR'V 0 WfR'^QW^ 

(cooa'1 sroyiMR^'Q- Nrp'^n ^iyo, NR'°^n VR '° : or m y 

Each R 8 is independently a 3-8 membered m o nocyclic. 7-12 membered hicy Hir , 
ALU -14 membered tricyclic ring syst em having 1.3 heteroatoms if monocyclic. 1 -6 heteroatnm. 
i f bicyclic, or 1-9 heteroatom s if tricyc l i c , said h eteroatoms independently selected f rom Q. n. or 
S, which may he saturated or unsa turated, and w here in 0. 1.2. 3 nr d. „ toms of ftarh Hn^yk. 
s u b stituted by a substituent independently sele cted from C1-P1Q alkvl: C2-r»Q alkenvl: C2-C1Q 
alky_nyl; C3-C10 cycloalkyl- r4-PlO cv C m a iken V T ; ^ R » : hala; nM az oxvgen . CF ,, SR s. 
QRfiOC(Q)R s ; NR 5 R 5 ; NR V- NR^ 6 ; COOR s , ww n» gp^ r^V : sroiNR V- 
m 5 C(Om 5 ^ NR S CfO)R'; NR^O) NR*R S ; NR'«oy «». r ,. C 10 a.kyl suhstimteH wi,K ... 
ifldgRendent R 7 , R 9 or aryV or P7-C10 alkenyl ins tituted with i-i independent R 7 R 9 or ^i- 
Ea ch R 9 is independently a 3-8 membered mon o cyclic. 7-12 membered bicvclir 
orlLiimembered tricyclic rw system having 1-3 heteroatoms if T,n nocvcl i c , her< > rrtamf m 
if bicyclic, or 1-9 heteroatoms if tricyclic »iH h epatoma independently selected from O. N. or 
S, which may he saturated or unsaturated, and wh erein 0. 1. 2 or 3 atoms of each rin P m ay ^ 
substituted by a suhstiruenf independently sele cted from Cl-Pin aJkvl: C2-Plfi alkenvl- C2-Cin 
alfamyl; C3-C10 cycloalkyl- C4-C10 cvclnalkenyl- Halo: sulfur; n* Yf ,en; haloalkvl: SR 10 ; 
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OR 10 : NR'°R 10 : NR I0 R": N R"r" : COOR 10 : NO,: CN: CfOlR 10 : SfOyR 10 : SfO1 n NR l0 R 10 : or 
a O)NR'°R' 0 : 

Each R 10 is indep endently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl : C4-C10 cvcioalkenvl: haloalkvl: Cl-CIO alkvl optionally substituted with 1- 
3 independent C1-C 1Q alkvl. C2-C10 alkenvl C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvc ioalkenvl. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO,. CN, C(Q)R n . Cr01NR l2 R 12 , NR 12 aO)R 12 . 
Nm 12 VCOOR l2 l SfO VNR' 2 R 12 . or OaO^R 12 : or phenyl optionally substituted with 1-3 
independent Cl-CI O alkvl. C2-C 10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvcioalkenvl. halo. CP ,. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO?. CN. CfO)R 12 . C(0)NR' 2 R 12 . 
NR IZ C(0)R 12 . NfR l2 VCOQR 12 ). S(Q\NR 12 R 12 . or OCfOlR 12 : 

Each R" is independently CfO)R'°. COOR 10 . CfO)NR 10 R 10 or SroyR 10 : 

Each R' 2 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl: C4-C10 cvcioalkenvl: Cl-CIO alkvl substituted with 1-3 independent C2- 
C10 alkenvl. C2-C10 alkvnvl. C3^C10 cvcloalkvl. C4-C10 cvcioalkenvl. halo. CP,. OR 13 . SR 13 . 
NR I3 R 13 . COOR 13 . NO,. C N. C(0)R» CfOWR l3 R 13 . NR 13 C«»R 13 . or OCfO^R 13 : or phenyl 
optionally substitut ed with 1-3 independent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
C10 cvcloalkvl C4-C 1Q cvcioalkenvl. halo. CF,. OR 13 . SR 13 . NR r3 R 13 . COOR 13 . NO ? . CN. 
C(Q)R 13 . CrOWR 13 R 13 . NR l3 CrO)R 13 . orOCrom 13 : 

Each R 13 is indep endently H Cl-CIO alkvl: C2-C 10 alkenvl: C2-C10 alkvnvl- 
C3-C10 cvcloalkvl: C 4-C10 cvcioalkenvl: Cl-CIO alkvl optionally substituted with halo. OR 14 . 
SR' 1 . NR"R U COOR 1 4 . NO,. CN: or phenyl optionally substituted with halo. CF^ OR 14 , SR 14 . 
NR' ^' 4 . COOR 14 . NQ 7 l fN; 

Each R 14 is independently H: Cl-CIO alkvl: C3-C10 cvcloalkvl or phenyl: 
Each R 16 is indepen dently H. Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C3-C10 cvcloalkyl: C4-C10 cvcioalkenvl: arvl: R 8 : halo: CFi: COOR 5 : C(Q)R 5 ; C(O^CfO)R 5 : 
CCO^NRV; S(0\,R 5 S(Q\.NR 5 R s : Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 R 8 
or phenyl optiona lly substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenvl 
subst ituted with 1-3 independent arvl T R 7 or R 8 : and 

Each R 23 is indep endently selected from H. Cl-CiO alkvl: C2-C10 alkenvl: C2- 
C1 0 alkynyl: C3-C10 cvcloalkvl: C4-C10 cvcioalkenvl: arvl: R g : halo: CF,: SR*: OR 3 : OCfO^R 5 : 
NR 5 R 5 ; NR S R 6 ; COOR*; NO,: CN: CfO)R 5 : C(O^CrO^R s : aOlNR 5 R s : S(Q) B R 5: S(0)„NR s R s : 
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NR s Ctt»NR 5 R s : NR S C(OOQ)R 5 : NR 5 Ctt»R 5 : NRV rOQR s V. NR 5 CfO>R': NR s S(0) n NR 5 R 5 ; 
N R 5 S(Q) n R s : NR 5 SfOyR 8 : NR j C^C(Q>NR s R 5 - NR s crOOO)NR 5 R 6 : OCfO)NR 5 R s ; 
OSfO\NR s R s : NR 5 S(Q)„OR s : P(Q)(OR% C1-C10 alkvl substitu ted with 1-3 independent aryl, 
R, 7 orR 8 : orC2-C10 alkenyl substituted with 1-3 inde pendent aryl, R 7 or R 8 , 

10. (Amended) The compound of claim 1 wherein; 
R 2 is independently NHR 3 ; [and] 
R 1 is one of the following groups: 



R* R 4 




Each R 3 is independently arvl: phenyl optionally substitu ted with 1-5 independent 
R 4 on each ring: or heteroarvl optionally substituted with 1-4 indep endent R 4 on each ring; 

Each R 4 is independently selected from H. C1-C10 a lkvl: C2-C10 alkenvl: C2- 
CIO alkvnvl: C3-C 10 cvcloalkvl: C4-C10 cvcloalkenvl: arvh R 8 : halo: CR: SR 5 ; OR 5 ; OC(Q)R ? ; 
NV t s R 5 : NR 5 R 6 : NR 5 R 16 : COOR 5 : NO,: CN: C(Q>R S : C«nC(OVL s : CfOWR S R S ; S(Q^ 
SfO) B NR 5 R s ; NR 5 C(Q)NR S R 5 : NR 5 C(Q)C(O^R*: NTR S C(Q)R 5 ; NR s (COOR s ): NR S C(Q)R 8 ; 
^^fO) n NR 5 R 5 : NR s Sf0^ n R 5 : NR S S(Q\R 8 : NR s CfOraO)NR j R s : NR 5 aO)qO)NR s I& 
O CfOWrR s R s ; OSrO\,NR 5 R s : NR s S(Q) n QR 5 : P(OttOR s V C1-C10 alk vl substituted with 1-3 
in dependent arvl. R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R,!i 

Each R s is independently H: C1-C10 alkvl: C2-C10 alken yl- C2-C10 alkvnvl; C3- 
C LP cvcloalkvl. C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl : C1-C10 alkvl substituted with 1-3 
in dependent arvl. R 7 or R 9 groups; C3-C10 cvcloalkvl substitute d with 1-3 independent aryl, R 7 
or R° groups: or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R°: 

Each R 6 is independently C(OW s . COOR s . C^NR S R S . q= NR s ->NR s R s . or S(Q)« 
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Each R 7 is indep end ently halo. CF,. SR 10 OR 10 . OaOIR 10 . NR I0 R 10 . NR io R", 
N R"R". COQR 10 . NO?. CN. C^R 10 . OaOWft'V. aO)NR l0 R 10 . NfR'^CfO^R 10 . N(R IQ ) 
(C QQR I0 V S(OyjR |0 R'°: NR lo srQVNR lo R 10 : NR'°SfOlR 10 : orPtOVOR 5 ^ 

Each R 8 is independently a 3-8 membered monocyclic. 7- 12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatotns, 
if tricyclic, or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N, or 
S. which mav be saturated or unsaturated, and wherein Q, 1. 2. 3 or 4 atoms of each ring may be 
substituted by a substituent independently selected from C1-C10 alkvl: C2-C10 alkenvi: C2-C10 
alkvnvl: C3-ClOcycloalkvl: C4-C10 cvcloalkenvl : arvl: R 9 . halo: sulfur: oxygen; CF 3 ; SR S ; 
O R 5 : OC(Q)R s : NR S R S ; NR S R 6 : NRV: COQR 5 : NO,: CN: C(Q)R S : CfOWR 5 R s : S(OyNR s R 3 ; 
N R 5 C( Q1NR S R S : NR S C(Q)R 9 : NR s S(Q) n NR s R 5 : NR s S(Q)nR 9 ; C1-C10 alkvl substituted with L-3 
ind ependent R 7 . R* or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 . R 9 or arvl; 

Each R 9 is independently a 3-8 membered monocyclic, 7-12 membered bicvclic, 
. or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 h eteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently sel ected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0, 1. 2 or 3 atoms of each ring may be 
substituted bv a substituent independently selected from C1-C10 alkvl: C 2-C10 alkenvl: C2-C 10 
afr vnvl: C3-C10cycloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen: CFs; haloalkvl: SR 10 ; 
O R 10 : NR'°R 10 : NR'°R n : NR"R m : COQR 10 : NOv. CN: CfO)R 10 : SfOU* 10 : Stt».NR 10 R 10 ; or 
C( OWR IO R 10 : 

Each R'° is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkvl optionally substituted with 1- 
3 i ndependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvcloalkenvl. OR 12 . SR 12 . NR I2 R 12 . COQR 12 . NO,. CN. C(Q\R }2 . CfO)NR l2 R 12 . NR I2 C(Q)R 12 . 
Nf R'^fCOOR 12 ). SfO)»NR' 2 R 12 . or OCfO)R 12 : or phenyl optionally substituted with 1-3 
independent C1-C10 alkvl. C2-G10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. halo. CF } . OR 12 . SR 12 . NR I2 R 12 . COQR 12 . NO?. CN. CfOVR 12 . aO)NR l2 R 12 . 
N R l2 aom 12 . NfR 12 KCOOR'\ S(O^NR l2 R' 2 . or OC(O^R 12 ; 

Each R' 1 is independently gO^R 10 . COOR 10 CYOWR IO R 10 or SfOIR 10 : 
Each R 12 is independently H: C1-C10 alkvl : C2-C10 alkenvl: C2-C10 alkvnvl; 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl; C1-C10 alkvl substituted with 1-3 ind ependent C2- 
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CIO alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl, halo. CF>, OR 13 . SR 13 . 
N R I3 R 13 . COOR 13 . NQ 7 . CN. CfO)R 13 . CfO^NR' 3 R 13 . NR l3 C(Om 13 . or OC(Q)R 13 : or phenyl 
op tionally substituted with 1-3 independent Cl-CIO alkvl. C2-C1Q alkenyl. C2-C10 alkvnvl. C3- 
ClOcycloalkvl. C4-C10 cvcloalkenvl. halo. CF;. OR 13 . SR 13 . NR 13 R 13 . COOR 13 . NO,. CN. 
C( Q)R 13 . CfO)NR l3 R 13 . NR I3 C(Q)R 13 . orOCfO^R 13 : 

Each R 13 is independently H: Cl-CIO alkvl: C2-C10 alkenvl; C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl optionally substituted with halo. OR 14 . 
S R 14 . NR >4 R 14 . COOR 14 . NO-». CN: or ohenvl optionally substituted with halo. CF.. OR 14 . SR 14 . 
NK l4 R 14 . COOR 14 . NO,. CN: 

Each R 14 is independently H: Cl-CIO alkvl: C3-C10 cvcloalkvl or phenyl; 

Each R 16 is independently H. Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CK; COOR 5 : CfO)R 5 : CfOXTfOVR 5 ; 
C( Q1NR S R S : SroyR 5: S(OyNR 5 R 5 : Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 ; or C2-C10 alkenyl 
su bstituted with 1-3 independent arvl. R 7 or R 8 : and 

Each R 23 is independently selected from H. Cl-CIO alkvl: C2-C10 alkenvl: C2- 
C1 0 alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF 3 : SR 5 : OR*: OC(Q)R 5 : 
N E 5 R S : NR S R 6 : COOR 3 : NQ 7 : CN: C(Q)R S : C(O^CfO)R 5 : CfOWR^R 5 ; SfOyt* SfO^NR 5 R 5 : 
N1 I. S C(Q)NR S R S : NR s C(0)C(Om s : NR S C(01R S : NR s (COOR^: NR s C(Q)R 8 : NR S S(Q)„NR S R 5 : 
N R S S(Q\.R S : NR s S(OVR 8 : NR 5 CfO)CfO)NR 5 R 5 : NR 5 aO)C(Q)NR 5 R 6 : OaOlNR^ 5 : 
OS (O^NR s R 5 : NR 5 S(OVOR 5 : P(Q¥OR s ) ? : Cl-CIO alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 : or C2-C1Q alkenvl substituted with 1-3 independent arvl. R 7 or R 8 . 

11. (Amended) The compound of claim 1 wherein, 

R* is independently heterocyclyl optionally substituted with 1-4 independent R 4 

on each ring, wherein said heterocyclyl is not unsubstituted piperidine; [and] 
R 2 is independently NHR 3 ^[.] 

Each R 3 is independently arvl; phenyl optionally substituted with 1-5 independent 
R a on each ring: orheteroarvl optionally substituted with 1-4 independent R 4 on each rine: 
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Each R 4 is independently selected from H. Cl-CIO alkvh C2-C10 alkenvl: C2- 
C1 0 alkvnvl: C3-ClOcvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 ; halo: CF 2 : SR 5 : OR 5 : OC(0)R 5 : 
N R S R 5 : NR S R 6 ; NR S R 16 ; COOR s : NO?: CN: C(Q)R*: C(Q)C(0)K s : C(Q\NR S R } : S(Q) n R s 
S(Q \NR S R S : NR 3 CfO)NR 5 R s : NR s C(Q)CrO^R s : NR 5 C(Q)R S : NR s (COOR 5 ): NR 5 C(Q)R 8 : 
N R S S(Q\|NR S R S : NR 5 S(O^R s : NR S S(Q\R 8 : NR s aO)C(Q)NR 5 R s : NR s Cf01C(OWR 5 R*: 
O aoWR 5 R s : OS(OUMR s R 5 : NR s S(Q\OR s : P(OttOR 3 y Cl-CIO alkvl substituted with 1-3 
in dependent arvl, R 7 or R 8 : or C2-C1Q alkenvl substituted with 1-3 independent aryl, R 7 or R 8 ; 

Each R s is independently H: C1-C1Q alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
CJ O cvcloalkvl: C4-C10 cvcloalkenvl: aryl: R 9 : haloalkvl: Cl-CIO alkvl substituted with 1-3 
in dependent arvl, R 7 or R° groups: C3-C10 cvcloalkvl substituted with 1-3 independent aryl. R 7 
or R v groups: or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 9 : 

Each R* is independently C(Q)R 5 . COOR s . C<OftJR s R 5 . Cf=NR s> >NR s R s 1 or S(Q^ 

Each R 7 is independently halo. CF , . SR'°. OR 10 . OaO)R t0 . NR 10 R'°. NR 1 V, 
N R"R". COOR 10 . NQ 2 . CN. C(Q)R 10 . 0C(0)NR'°R' 0 . CfOWR'V 0 . NiR'V(0)R' 0 . N(R'°1 
(C OOR'\ SfOVNR l0 R 10 : NR' 0 S(O) n NR 10 R )0 ; NR IO S(O^R 10 : or PfOVOR s V. 

Each R 8 is independently a 3-8 membered monocyclic. 7-12 membered bicyclic, 
or U-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic, 1-6 heteroatoms 
if picychc, or 1,-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N, or 
S. which mav be saturated or unsaturated, and wherein 0, 1, 2. 3 or 4 atoms of each ring mav be 
su bstituted bv a substituent independently selected from Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 
al kvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 ; halo: sulfur, oxygen: CF-»: SR 5 : 
O R 5 : OaO)R 5 : NR S R S : NR S R 6 . NR*R fe : COOR 5 : NQ 7 : CN: C(Q)R 5 : C(O^NR s R s : S(OkNR 5 R 5 : 
N R 5 C(Q)NR S R 3 : NR S C(Q)R 9 : NR s S(0) n NR s R s : NR 5 S(0) n R 9 : Cl-CIO alkvl substituted with 1-3 
in dependent R 7 . R 9 or arvl; or C2-C10 alkenvl substituted with 1-3 independent R 7 , R 9 or aryl; 

Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicyclic, 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicyclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0, 1, 2 or 3 atoms of each ring mav be 
su bstituted bv a substituent independently selected from Cl-CIO alkvl: C2-C10 alkenvl; C2-C10 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo; sulfur: oxygen: CFv. haloalkvl: SR 10 ; 
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OR 10 : NR 10 R'°: NR I0 R 11 : NR"r": COOR 10 : NO,: CN: CfO^R 10 : S^R 10 - S^.NR I0 R 10 : or 
C( OWR IO R'°: 

Each R'° is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkyny ); 
C:h-C1Q cvcloalkvl: C4-C1Q cvcloalkenvl: haloalkvh C 1-C10 alkvl optionally substituted with l- 
3 i ndependent Cl-CIO alkvl. C2-C10 alkenyl. C2-C10 alkv nvl. C3-C10 cvcloalkvl, C4-C1Q 
cv cloalkenvl. OR 12 . SR 12 . NR |2 R 12 , COOR 12 . NO,. C N, Crom 12 . C(0>NR l2 R' 2 . NR 12 C(Q)R 12 , 
N( R' 2 ^C00R' 2 V S(0\,NR l2 R 12 . or Oqo^R 12 . or ph enyl optionally substituted with 1-3 
in dependent Cl-CIO alkvl. C2-C10 alkenvl- C2-C10 alkv nvl. C3-C10 cvcloalkvl, C4-C10 
cv cloalkenvl. halO- CF,. OR 12 . SR 12 NR >2 R 12 . COOR 12 . NO,. CN. C(Q)R >2 , C(Q)NR 12 R 12 , 
N R' 2 CrO^R 12 . N(R |2 yCOOR' 2 V SfOUsTR 12 R ' 2 . or OCfO)R 12 : 

Each R" is independently CfO^R 10 COOR 10 . aOWR 10 R l ° or S( O) n R t0 ; 

Each R 12 is independently H: Cl-CIO alkv l: C2-C10 alkenvl: C2-C10 alkvnvl: 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenyl: Cl-CIO alk vl substituted with 1-3 independent C2- 
Ci O alkenvl. C2-C10 alkynvl. C3-C10 cydoalkvl. C4 -C10 cvcloalkenvl. halo, CF», OR 13 , SR 13 , 
N R |3 R 13 . COOR 13 . NO ? . CN. CfO>R 13 . aOWR 13 R 13 . NR 13 C( Q1R 13 . or OC(0)R 13 ; or phenyl 
op tionally substituted with 1-3 independent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl, C3- 
C10 cvcloalkvl- C4-C10 cvcloalkenvl. halo. CR. OR 13 . SR 1 3 . NR I3 R 13 . COOR 13 . NO ? „ CN, 
Cl OIR 13 . CfO^NR 13 R 13 . NR l3 C(O^R 13 . or OaO^R 13 ; 

Each R 13 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl optio nally substituted with halo. OR 14 . 
S R 14 . NR I4 R 14 . COOR 14 . NO;.. CN; or phenyl optionally substituted w ith halo. CP^. OR 14 . SR 14 . 
N ft'V 4 . COOR 14 . NO,. CN: 

Each R i4 is independently H: Cl-CIO alkvl: C3-C10 cycloalkvl or Phenyl; 

Each R 16 is independently H. Cl-CIO alkyl. C2-C10 a lkenvl: C2-C10 alkvnvl: 
C I I-CIO cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF »: COOR s : aO)R s : CrO)C(Q)R 5 ; 
Q Q1NR S R S : S(Ol n R* S(OyNR s R s : Cl-CIO alkvl substituted w ith 1-3 independent arvl. R 7 . R 8 . 
or p henyl optionally substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenyl 
su bstituted with 1-3 independent arvl R 7 or R 8 : and 

Each R 23 is independently selected from H - Cl-CIO alkvl: C2-C10 alkenyl; C2- 
C 10 alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalke nvl: arvl: R 8 : halo: CFv. SR S : OR s : OC(Q)R 5 ; 
N R S R S : NR S R 6 : COOR 5 : NO,: CN: CfO^R 5 : C^CfO^ 5 : CfOWR s R s : S(Q)nR S! SfQ^NRV; 
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N R 5 aO)NR 5 R 5 : NR'aOXTKHR 3 : NR 5 C(Q)R 5 : NR^COOR 5 '); NR s CfO^R 8 : NR 5 S(Q\NR 5 R S : 
N R S S(Q)„R 5 : NR s SfO).R 8 : NR 5 C(COC(CONR j R 5 : NR s CfO)CfO)NR 5 R 6 : OCfO)NR 5 R 5 : 
OS (Q)nNR s R s : NR 3 SfOyOR 5 : PfOVOR 5 ^: Cl-CIO allcvl substituted with 1-3 independent arvl. 
R 7 or R 8 ; or C2-C1Q alkenvl substituted with 1-3 independent arvl. R 7 or R 8 . 

12. (Amended) The compound of claim 1 wherein, 

Each R 1 is independently heteroaryl substituted with 1- 4 independent R 4 on each 
ring, wherein said heteroaryl comprises at least one nitrogen heteroatom and said heteroaryl is 

attached at said nitrogen heteroatom; [and] 

Each R 2 is independently NHR 3 ^[.] 

Each R 3 is independently arvl; phenyl optionally substituted with 1-5 independent 
R 4 on each ring: or heteroaryl optionally substituted with 1-4 independent R 4 on each rinp: 

Each R 4 is independently selected from H, Cl-CIO alkvl: C2-C10 alkenvl: C2- 
C1 D alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF?: SR 5 : OR 5 : OCfOm 5 : 
NR S R S : NR S R 6 : NR S R 16 : COOR 5 : NO ? : CN: C(Q)R $ : CrO)C(Q>R 5 : CrO)NR s R s : SfO),R i: 
S( 0)»NR s R 5 : NR 5 C(OWR s R 5 : NR 5 CfO)C(Q)R 5 : NR 5 CrCOR s : NR 5 (COOR 5 ): NR 5 C(Q)R 8 : 
NR *SfCn r NR 5 R s : NR s S(Q) n R 5 : NR s SfOY.R 8 : NR s C(Q)CfO>NR s R s : NR s CfO)CrO)NR s R 6 : 
OC (C0NR 5 R s : OS(CO n NR 5 R 5 : NR 5 SfO^OR 5 : ?(0)(0R\: Cl-CIO alkyl substituted with 1-3 
indjipendent arvl. R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 : 

Each R 5 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl: Cl-CIO alkvl substituted with 1-3 
independent arvl. R 7 or R 9 groups; C3-C10 cvcloalkvl substituted with 1-3 independent arvl. R 7 
or R 9 groups: or C2-C10 alkenvl substituted with 1-3 independent aryl T R 7 or R 9 ; 

Each R 6 is independently C(Q)R S . COOR s . CfO)NR 5 R 5 . Cf=NR 5 )NR s R s . or S(Q\ 

El 

Each R 7 is independently halo. CF,. SR 10 . OR 10 . OC(OlR >0 . NR I0 R'°. NR l0 R". 
NR n R". COOR 10 . NO,. CN. C(COR 10 . OCfCttNR'V 0 . C(O)NR 10 R 10 . N(R"^C(0)R i0 . N(R 10 ^ 
(C OOR 10 ), S( O) P NR 10 R' 0 : NR lf> S(OVNR 10 R 10 : NR' 0 SfO)„R' 0 : orPfOVOR 5 ^: 

Each R 8 is independently a 3-8 membered monocyclic, 7-12 membered bicyclic. 
or 1 1-14 membered tricyclic ring system havine 1-3 heteroatoms if monocyclic, 1-6 heteroatoms 
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if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S, which mav be saturated or unsaturated, and wherein 0, 1 . 2. 3 or 4 atoms of each ring may be 
sub stituted by a substituent independently selected from C1-C10 alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : halo: sulfur: oxygen: CFt: SR 5 : 
OR 5 : OCfO)R s : NR S R S : NR*R 6 : NR 6 R 6 : COOR s : NO,: CN: CfO)R 5 : CrOYNR 5 R s : SfO^NR'R 5 : 
NR 5 C( , Q')NR S R S : NR 5 CYO>R 9 : NR S S(Q) P NR 5 R S : NR 5 S(0) n R 9 : Cl-CIO alkvl substituted with 1-3 
independent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 , R 9 or arvl: 
Each R 9 is independently a 3-8 membered monocyclic, 7-12 membered bicvclic, 
or 1.1-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S. svhich mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
substituted bv a substituent independently selected from C1-C10 alkvl: C2-C10 alkenvl: C2-C10 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen: CF^: haloalkvl: SR 10 : 
OR 10 : NR >0 R'°: NR l0 R n : NR n R"; COOR 10 : NO,: CN: CfO)R 10 : SfpyR 10 : S(OVNR 10 R 10 ; or 
C ftttNR'°R 10 : 

Each R 10 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 CIO cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkyl optionally substituted with 1- 
3 i ndependent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvc loalkenvl. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO,. CN. CfOYR 12 . CrO)NR l2 R' 2 . NR I2 C(QYR 12 . 
N(R 12 VCOOR 12 ). SfO^NR l2 R 12 . or OaOYR 12 : or phenyl optionally substituted with 1-3 
independent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvc loalkenvl. halo. Cfr,. OR 12 . SR 12 . NR 12 R 12 . COOR 12 , NO?. CN. C(0\R' 2 . CfO)NR 12 R 12 . 
NR ^CCOYR 12 . N(R u )(COOR 12 ). SfOyNR l2 R 12 . orOC(Q)R 12 : 

Each R" is independently CfOYR 10 . COOR 10 . CfO)NR |0 R >0 or SfO^ R 10 : 
Each R 12 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl: C4-C10 cvdoalkenvl: Cl-CIO alkvl substituted with 1-3 independent C2- 
C1 0 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF.. OR 13 . SR 13 . 
NR I3 R 13 . COOR 13 . NO?. CN. CfO)R 13 . C(0)NR l3 R 13 . NR l3 aOYR 13 . or OCfOYR 13 : or phenyl 
opt i onally substituted with 1-3 independent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
C1 0 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF>: OR 13 . SR 13 . NR 13 R 13 . COOR 13 . NO,. CN. 
Cf OYR 13 . CfOWR l3 R 13 . NR I3 C(Q\R 13 . or OC(Q)R 13 : 
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Each R 13 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl optionally substituted with halo. OR 14 . 
SR 14 . NR 14 R 14 . COOR 14 . NO ?> CN: or phenyl optionally substituted with halo. CF,, OR 14 , SR 14 , 
NR I4 R 14 . COOR 14 . NO?. CN: 

Each R 14 is independently H: Cl-CIO alkyl: C3-C10 cvcloalkyl or phenyl: 

Each R' 6 is independently H. Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C1Q cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF,: COOR 5 : C(Q)R 5 : C(0)C(Q)R 5 : 
C(Q)NR S R 5 : SfO\,R S: S(O^NR 5 R s : Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 ; or C2-C10 alkenvl 
substituted with 1-3 independent arvl. R 7 or R 8 : and 

Each R 23 is independently selected from H, Cl-CIO alkvl: C2-C10 alkenvl: C2- 
C1 Q alkvnvl: C3-C1Q cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CP,: SR 5 : OR 5 : OCfO'tR 5 : 
N R S R S ; NR 5 R 6 : COOR 5 : NO,: CN: CfO^R 5 : aOlC(Q)R s : CfO)NR s R 5 : S(OyR 5: S(Oy*R 5 R 5 : 
NR 5 CfO)NR s R s : NR 5 CfOK:(01R 5 : NR 5 C(0)R 5 : NR 5 rCOOR^: NR 5 C(Q)R 8 : NR s SroyfR 5 R s : 
NR s S(OyR 5 : NR 5 S(Q) n R 8 ; NR 5 C(OlCrOWR s R 5 : NR s C(01C(0)NR i R 6 : QCfQ)NR s R s : 
OS ifOysn^R*: NR 5 S(Q'LOR 5 : P(Q¥QR 5 ^: Cl-CIO alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 : or C2-C1Q alkenvl substituted with 1-3 independent arvl. R 7 or R 8 . 

13. (Amended) The compound of claim 1 wherein, 

Each R 1 is independently heterocyclyl substituted with 1- 4 independent R 4 on 
each ring, wherein said heterocyclyl is not unsubstituted piperidine, and said heterocyclyl 
comprises at least one nitrogen heteroatom and said heterocyclyl is attached at said nitrogen 

heteroatom; [and] 

Each R 2 is independently NHR 3 i[.] 

Each R 3 is independently arvl: phenyl optionally substituted with 1-5 independent 
R 4 on each ring: or heteroarvl optionally substituted with 1-4 independent R 4 on each nine: 

Each R 4 is independently selected from H. Cl-CIO alkvl: C2-C10 alkenvl: C2- 
Cli ) alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF ? ; SR 5 : OR 5 : OCfO)R 5 : 
NR'R 5 : NR 3 R 6 : NR 5 R 16 : COOR 5 : NO,: CN: C(Q)R S : C(Q)C(Q)R 5 : C(Q)NR 5 R 5 : S(Q) n R S: 
Sf O\J4R 5 R s : NR s aO)NR 5 R s ; NR s CfOK:fO)R s : NR S C(Q)R S ; NR 5 (COOR 5 ): NR 5 C(0)R 8 : . 
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N R 5 S(Q\NR 5 R 5 : NR^fO^R 5 : NR 5 SfO\R 8 : NR 5 aO^C(OttJR 5 R 5 ; NR 5 aO)aQWR s R 6 : 
O CIfOWR 5 R 5 : OSfO).NR 5 R 5 : NR 5 S(Q\OR s : P(0X0RV. Cl-CIO alkvl substituted with 1-3 
independent arvl, R 7 or R 8 : or C2-C1Q alkenvl substituted with 1-3 independent arvl. R 7 or R 8 : 

Each R s is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
ClO cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 ; haloalkvl: Cl-CIO alkvl substituted with 1-3 
in dependent arvl. R 7 or R 9 groups: C3-C10 cycloalkyl substituted with 1-3 independent arvl. R 7 
or R 9 groups: or C2-C10 alkenvl substituted with 1-3 independent arvl, R 7 or R 9 : 

Each R 6 is independently CfO)R s . COOR 5 , CfO)NR s R s . Cf-NR S> )NR S R S . or S(Q\ 

EL 

Each R 7 is independently halo. CF,. SR 10 , OR 10 . OCfO^R 10 . NR'V 0 . NR 10 R m . 
N R"r". COOR 10 . NO,. CN. C(Q)R 10 . OaO)NR l0 R 10 . C(O)NR 10 R 10 . N(R* VfOm' 0 . N(R 10 ^ 
(Q 3QR 10 ). S(OVNR'°R 10 : NR 10 S(O^NR 10 R 10 : NR 10 S(O\R 10 : orP(O^OR^ 2 : 

Each R 8 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic, 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic. x>r 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S, which may be saturated or unsaturated, and wherein 0, 1. 2, 3 or 4 atoms of each ring may be 
substituted by a substituent independently selected from Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : halo: sulfur: oxygen: CF»: SR 5 : 
O R 5 : oaom 3 : NR 5 R S : NR 5 R*: NR*R 6 : COOR 5 ; NO , : CN: C(Q)R S : C(OWR 5 R s : S fO) ,NR s R 5 : 
N R s qO>NR 5 R s : NR 5 C(CHR q : NR S S(Q\,NR S R S : NR s S(O^R 9 : Cl-CIO alkvl substituted with 1-3 
ind ependent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 . R 9 or arvl: 

Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic. 
or 1 1-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic, 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1, 2 or 3 atoms of each ring may be 
su bstituted by a substituent independently selected from Cl-CIO alkvl; C2-C10 alkenvl: C2-C10 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen: CR: haloalkvl: SR 10 : 
OR 10 : NR'°R'°: NR I0 R M : NR"r": COOR 10 : NO,: CN: CfO)R 10 : SfO^R 10 : SfOyNR'V 0 : or 
C(OWR l0 R'°: 

Each R'° is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: Cl-CIO alkvl optionally substituted with 1- 
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3 i ndependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl, C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO,. CN. C(Q1R 12 . C(OWR' 2 R 12 . NR' 2 CfO)R 12 . 
Nn *' 2 ¥COOR'\ SroyNR l2 R' 2 . or OC(Q)R 12 : or phenyl optionally substituted with 1-3 
ind ependent C 1 -C 1 0 alkvl. C2-C10 alkenvl. C2-C1Q alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. halo. CR. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO?. CN. CfO^R 12 . gOWR. 12 *". 
N R' 2 CfO^R 12 . N(R l2 VCOOR 12 V SfOUSTR l2 R 12 . orOCfO^R 12 : 

Each R" is independently CrOlR 10 . COOR 10 . C(OWR IO R 10 or S(O)nR >0 : 
Each R 12 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 CIO cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl substituted with 1-3 independent C2- 
C1Q alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF,. OR 13 . SR 13 . 
NR 13 R 13 . COOR 13 . NO ? . CN. CfCOR 13 . C(OWR l3 R 13 . NR 13 CfO)R 13 . or OCfO)R 13 : or phenyl 
oplionallv substituted with 1-3 independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
C10 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF 3 . OR 13 . SR 13 . NR I3 R 13 . COOR 13 . NO,. CN. 
C( Q)R 13 . CfO^NR l3 R 13 . NR l3 CfQlR 13 . or OCfO)R 13 : 

Each R 13 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 CIO cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl optionally substituted with halo. OR 14 . 
SR *. NR 14 R 14 . COOR 14 . NO,. CN: or phenyl optionally substituted with halo. CR. OR 14 . SR U . 
NR I4 R 14 . COOR 14 . NO?. CN: 

Each R 14 is independently H: C1-C10 alkvl: C3-C10 cvcloalkvl or phenyl: 
Each R 16 is independently H. C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 CIO cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R a : halo: CP.: COOR 5 : C(Q)R 5 : CKTOOm 5 : 
C(Q)NR 5 R 5 : SfO) B R S: SfQ^NR 5 R s : C1-C10 alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenvl 
sub stituted with 1-3 independent arvl. R 7 or R 8 : and 

Each R 23 is independently selected from H. C1-C10 alkvl: C2-C10 alkenvl: C2- 
C1 P alkvnvl: C3-C 10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R»: halo: CP,: SR 3 : OR 5 : OCfO)R s : 
NR *R S : NR S R 6 : COOR 5 : NQ 7 : CN: C(Q)K S : CftMCfOyR 3 : C^ONR^ 5 : SfO^R* S(OyNR s R 5 : 
NR :; C(Q)NR 5 R S ; NR s CfO)C(Q>R s : NR 5 CfOlR s : NR 5 fCOOR 5 V NR 3 aO)R 8 : NR 5 SfO\.NR s R 5 : 
NR s S(OV.R s : NR 5 S(Q) r R B : NR g CfOM5(Q)NR 3 R g : NR^fQICfQINR^R 6 : OCfO^NR^ 5 : 
OS< O^NR s R s : NR s SrO) n OR 5 : PfOVOR^V,: C1-C10 alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 . 
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14. (Amended) The compound of claim 1 wherein, 
Each R 2 is independently NHR 3 ; [and] 
Each R 1 is independently of the formula: 




R* R 4 



Each R is independently arvl: phenyl optionally substituted with 1-5 independent 
R 4 en each ring: or heteroarvl optionally substituted with 1-4 independent R* on each ring: 

Each R 4 is independently selected from H. C1-C10 alkvl: C2-C10 alkenvl: C2- 
C1 0 alkvnvl: C3-C10 cvcloalkyl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF 3 : SR S : OR s : OC(Q)R 5 : 
NRV: NR 5 R 6 : NR*R >6 : COOR s : NCb: CN: C(Q)R S : C(Q)C(Q)R 5 ; C(Q)NR S R 5 : S(Q)„R 5: 
SrO),NR s R 5 : NR s CfO)NR s R s : NR s CfO)CfO^R s : NR s C(O^R s ; NR s (COOR 5 h NR s CfC0R 8 : 
NR a SfO\.NR s R 5 : NR s S(0)pR 5 : NR^Oy* 8 : NR 5 C(C»C(CnNR s R s : NR 5 C(0)C(Q)NR s R 6 : 
OaO)NR s R s : OSrO) n NR 5 R s : NR s Sf0^ n OR 5 : P(OVOR 5 y C1-C10 alkvl substituted with 1-3 
independent aryl, R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 : 

Each R* is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1Q cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl: C1-C10 alkvl substituted with 1-3 
independent arvl. R 7 or R 9 groups: C3-C10 cycloalkvl substituted with 1-3 independent arvl, R 7 
or R 9 groups: or C2-C10 alkenyl substituted with 1-3 independent arvl. R 7 or R 9 : 

Each R 6 is independently CfOIR 5 . COOR s . CfO^NR 5 R s . C(=NR S WR S R S . or S(Q)„ 

R!i 

Each R 7 is independently halo. CR. SR 10 . OR 10 . OCtQ^R 10 . NR I0 R 10 . NR i0 R". 
NR u R". COOR 10 . NO z . CN. CrOlR 10 . OCfO^NR 10 R' 0 . CfO)NR l0 R' 0 . NfR'^CfOm 10 . NfR 10 ) 
(COOR'\ SfCH,NR 10 R' 0 : NR 1 VoiNR l0 R'°: NR^SfOy* 10 : or PfOMOR 5 ),: 
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Each R is independently a 3-8 membered monocyclic, 7-12 membered bicvclic. 
or 1 1-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic, or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N, or 
S, which may be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atoms °f eacn "ne *nav be 
su bstituted bv a substituent independently selected from C1-C10 alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : halo: sulfur: oxygen: CF»: SR 5 : 
O R 5 : OC(QlR s : NR*R S : NR S R 6 : NR*R 6 ; COOR 5 ; NO,: CN: CfO)R 5 : CYOWR s R s : S(Q)„NR S R 5 : 
NE 5 C(0)NR s R s : NR 5 CfO)R 9 : NR 5 SfO).NR s R s : NR 5 S(Q) n R*: C1-C10 alkvl substituted with 1-3 
ind ependent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 . R° or arvl: 
Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
. su bstituted by a substituent independently selected from C1-C10 alkyl; C2-C10 alkenvl: C2-C1Q 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxveen: CF^ haloalkvl: SR 10 : 
O R 10 : NR'V 0 : NR 10 R": NR n R"; COOR 10 : NO,: CN: CfO)R 10 : SfO^R 10 : S(OySfR 10 R 10 : or 
a O)NR l0 R 10 : 

Each R'° is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 CIO cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkvl optionally substituted with 1- 
3 i ndependent C 1 -C 10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvc loalkenvl. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO?. CN. CfOm 12 . C(Q\NR I2 R 12 . NR l2 CfQ->R 12 . 
N( K' 2 MCOOR l2 l S(01,NR' 2 r' 2 . or OC(Q)R 12 : or phenyl optionally substituted with 1-3 
independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvcloalkenvl. halo. CK. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO,. CN. CfCttR 12 . CfO)NR l2 R 12 . 
NR l2 C(Om 12 . N(R 12 VCOOR'\ S(OyNR l2 R 12 . or OCfO^R 12 : 

Each R" is independently CfOm'°. COOR 10 . CfOWR'V 0 or SfO^R 10 : 
Each R' 2 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl substituted with 1-3 independent C2- 
C1 0 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF.. OR 13 . SR 13 . 
NR I3 R 13 . COOR 13 . NQ 7 . CN. CfCttR 13 . CYOWR' 3 R 13 . NR l3 CfO)R 13 . orOCfOlR 13 : or phenyl 
optionally substituted with 1-3 independent C1-C10 alkvl. C2-C10 alkenyl. C2-C10 alkvnvl. C3- 
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CI O cvcioalkvl. C4-C10 cvcloalkenv), halo. CF 2l OR 13 - SR 13 . NR I3 R 13 , COOR 13 . NO , . CN. 
a O)R 13 . CfO)NR l3 R 13 . NR l3 CfO)R 13 . or OaO)R 13 ; 

Each R 13 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C1Q alkvnvl; 
C3 -C1Q cvcioalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl optionally substituted with halo. OR 14 . 
SR' a . NR^R 14 , COOR". NO?. CN: or phenyl optionally substituted with halo, CF ? . OR 14 . SR 14 . 
NR I4 R 14 . COOR 14 . NO,. CN: 

Each R' 4 is independently H: Cl-CIO alkvl: C3-C10 cvcioalkvl or phenyl: 

Each R' 6 is independently R Cl-CIO alkvl; C2-C1Q alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcioalkvl: C4-C10 cvcloalkenvl: arvl: R 8 ; halo: CFv. COOR 5 ; C(Q)R S : C(Q)C(Q)K S : 
C( Q)mL s R s : S(Q\R 5 ' S(Q\.NR 5 R S : Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenvl 
substituted with 1-3 independent arvl. R 7 or R 8 ; and 

Each R 23 is independently selected from H. Cl-CIO alkvl: C2-C10 alkenvl; C2- 
C1 0 alkvnvl; C3-C10 cvcioalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF,: SR 5 : OR 5 : OCfCOR 5 : 
NR S R S ; NR 3 R 6 : CQOR 5 : NQ 2 ; CN: CfO)R s : C(Q)C(Q)R 5 : CfO)NR 3 R s : SfOy^SfO^NR^ 5 ; 
NE. i CCO')NR 5 R 5 : NR 3 CrO^C(Q)R 5 : NR 3 aOM 3 : NR s (COOR s V. NR 5 aom 8 : NR 5 S(Q)„NR S R S ; 
NR s SfOyR s : NR s S(OUl 8 : NR 5 CfO)CfO)NR 5 R s : NR 5 C(Q)C(OWR 5 R*: OC(Q)NR s R 3 : 
O SfO^JJR^ 5 : NR s SfO\,OR 5 : P(Q)(OR 5 ) ? : Cl-CIO alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 ; or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 . 

IS. (Amended) The compound of claim 1 wherein, 
Each R 2 is independently NHR 3 ; [and] 
Each R 1 is independently of the formula: 
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Each X is independently O or S; 

Each R 3 is independently arvl: phenyl optionally substituted wi th 1-S independent 
R* on each ring: or heteroaryl optionally substitut ed with 1-4 independent R 4 on each ring; 

Each R 4 is independently selected from H. C1-C10 alkvl: C 2-C10 alkenvl; C2- 
C1 0 alkynvl: C3-CL0 cycloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo. CF»: SR 5 : OR 5 ; OC(Q)R s ; 
N ft 5 R 5 : NR 5 R 6 : NR 5 R 16 : COOR 5 : NO,: CN: CfO)R s : C(Q\C(0)R s : aO)NR 5 R 5 ; S(Q)„R S; 
Sr oyNR s R 5 : NR s C(OiNR s R 5 : NR 5 C(Q\C(Q)R 5 -. NR s CfO^R 5 : NR s (COOR 5 ): NR 5 C(Q)R 8 ; 
NR s S(OyNR s R 5 : NR S S(Q\,R*: NR S S(Q\R 8 : NR 5 CfOtt:fOMR 5 R 5 : NR S C(OOQ)NR S R»: 
OCfO)NR s R 5 : OS(OyNR 5 R 5 : NR s S(OyOR 5 ; PfOVOR 5 ^: C1-C10 alkvl substituted with 1-3 
independent arvl. R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 indep endent arvl. R 7 or R 8 : 

Each R 5 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C 10 alkvnvl: C3- 
C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R q : haloalkvl: C1-C10 alkvl su bstituted with 1-3 
in dependent arvl. R 7 or Regroups; C3-C10 cycloalkvl substituted with 1-3 ind ependent arvl. R 7 
or R 9 groups: or C2-C10 alkenvl substituted with 1-3 independent a rvl. R 7 or R 9 : 

Each R* is independently C(Q)R S . COOR 5 . CfOlNR^ 5 . q= NR^NR s R s . or S(O)* 

R?.; 

Each R 7 is independently halo. CR. SR 10 . OR 10 . QCfO^R 10 . NR 10 R 10 , NR'V, 
N R"R". COOR 10 - NO ? . CN. C(Q)R 10 . OC^NR IO R 10 . CK»NR 10 R 10 . NfR'VfOuV 0 . N(R 10 ) 
fCOOR l ^.SfO\NR 10 R 10 :NR 10 SfOVN rR' t> R' 0 - Ntt l0 SfOyi' 0 : orPfOVOR 5 ^: 

Each R 8 is independently a 3-8 rnembered monocyclic. 7 -12 membered bicvclic, 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1- 6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atoms of each ring mav be 
su bstituted bv a subsrituent independently selected from C1-C10 alkvl: C2-C 10 alkenvl: C2-C10 
al kynvl; C3-C 10 cvcloalkvl: C4^C10 cvcloalkenvl: arvl: R°: hal o; sulfur: oxygen: CF»; SR a ; 
OR 5 : oaOlR 5 : NR 5 R 5 : NR S R 6 : NR'TR 6 : COOR 5 : NQ 7 : CN: C KTlR 5 : CrOttJR s R 5 : SfOV,NR 5 R 5 : 
N R S C(Q1NR S R 5 : NR 5 C(O^R g : NR 5 S(Q>,NR 5 R 5 : NR 5 S(OV.R 9 : C1-C10 alkvl substituted with 1-3 
in dependent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 indepe ndent R 7 . R 9 or arvl: 

Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic, 
or U-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 h eteroatoms 
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if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently s elected from O, N, or 
S, which may be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
substituted bv a substituent independently selected from C1-C10 alkvl: C2 -C10 alkenvl; C2-C10 
al kvnvl: C3-C10 cycloalkvl: C4-C10 cvcloalkenyl: halo: sulfur: oxveen: CFv . haloalkvl: SR 10 : 
OR 10 : NR'V 0 ; NR 10 R L1 ; NR H R": COOR 10 : NQ 7 : CN: CfO)R 10 ; S(0) B R'°: SCOUMR'V 0 : or 
qOWR'V: 

F^ach R'° is independently H: C1-C1Q alkvl: C2 -C10 alkenvl: C2-C10 alkynvl: 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkvl optionall y substituted with 1- 
3 independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv doalkenvl. OR 12 . SR 12 . NR |2 R 12 . COOR 12 . NO.- CN. CfOlR 12 . CrOttJR l2 R 12 . NR |2 aoiR 12 . 
N( R' z MCOOR I2 1 SfQl,JJR' 2 R' 2 . orOClO^R 12 : or phenyl optionally substitu ted with 1-3 
in dependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C 10 cvcloalkvl. C4-C10 
cvdoalkenvl. halo. CF,. OR 12 . SR 12 . NR 12 R 12 . COOR 12 . NO,. CN. C(Q)R 12 . CfO)NR l2 R 12 , 
N R l2 C(0)R' 2 . N(R t2 ¥COOR 12 l S(0VNR' 2 R 12 . or OCYO>R 12 ; 

• Each R" is independently CfO)R 10 . COOR 10 . C(OMR 10 R 10 or SfOlR 10 ; 

Each R 12 is independently H: C1-C10 alkvl: C2-C10 alke nvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl; C4-C10 cvdoalkenvl. C1-C10 alkvl substituted with 1-3 independent C2- 
C1 0 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF-i. OR 13 . SR 13 . 
N K I3 R 13 . COOR 13 . NO,. CN. C(Q)R 13 . CfO>NR l3 R 13 . NR 13 CtOm 13 . or OCf Om 13 : or phenyl 
o ptionally substituted with 1-3 independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
Ct O cvcloalkvl- C4-C10 cvcloalkenvl. halo. CF . . OR 13 . SR 13 . NR I3 R 13 - COOR 13 . NO,. CN. 
C( Q)R 13 . C(OWR 13 R 13 . NR l3 C(Ora' 3 . orOC(0)R 13 : 

Each R 13 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C1Q alkvnvl; 
C 3-C10 cvcloalkvl; C4-C10 cvcloalkenvl: C1-C10 alkvl optionally substituted with halo. OR 14 . 
S R 14 . NR 14 R 14 . COOR' 4 . NQ 2 . CN; or phenyl optionally substituted with halo. CF,. OR 14 . SR 14 . 
NK 14 R' 4 T COOR 14 . NO a . CN; ~ 

Each R* 4 is independently H: CI -CIO alkvl: C3-C10 cvcloalkvl or phenyl: 

Each R 16 is independently H. C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenvl. arvl: R 8 : halo: CF.: COOR 5 : C(Q)R 5 : C rOICfO^R 5 : 
C( Q)NR 5 R 5 : SfOyR S: S(OyNR s R s : C1-C10 alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
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or phenyl optionally substituted with substituted with 1-4 independent R 23 ; or C2-C10 alkenvl 

7 8 

su bstituted with 1-3 independent arvl, R or R ; and 

Each R 23 is independently selected from H. Cl-CIO alkvl: C2-C 1Q alkenvl: C2- 
C1 0 alkynyl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl; arvl: R 8 : halo: CT r SR S : OR 5 : OCfO)R 5 : 
N R S R S : NR 5 R 6 : COOR 5 : NO ? : CN: C(Q)R 5 : CrO^C(Q)R 5 : C(OWR s R s : S (Q\R S: S(O^NR 5 R 5 : 
N R 5 C(O^NR s R s : NR s C(Q)CfOm s : NR s C(O^R s : NR 5 (COOR 5 ^: NR 5 C(Q)R g : NR 5 S(OVNR 5 R 5 ; 
NT L 5 SfO^R s ; NR 5 S(Q)nR 8 : NR s CfO)CfO)NR s R s : NR s aO)C(Q)NR s R 6 : OCfO)NR s R 5 : 
OS(0\NR s R s : NR s SfO^OR s : PfOVOR s h: Cl-CIO alkvl substituted w ith 1-3 independent arvl. 
R 7 or R g : or C2-C10 alkenyl substituted with 1-3 independent arvl, R 7 or R 8 . 

16. (Amended) The compound of claim 1 wherein, 
Each R 2 is independently NHR 3 ; [and] 
Each R l is independently of the formula: 




Each X is in dependently O or S: 

Each R 3 is independently arvl: phenyl optionally substituted with 1-5 independent 
R 4 on each ring; or heteroaryl optionally substituted with 1-4 independent R 4 on each ring: 

Each R d is independently selected from H. Cl-CIO alkvl: C2-C10 alkenvl. C2-C10 
al kvnvl: C3-C10 cvcloalkvl: C4^C10 cvcloalkenvl; arvl. R 8 : halo: CFy. SR 5 : OR 5 : OC(Q)R s ; 
N R^: NR S R 6 : NR S R 16 : COOR s : NO,: CM: C(Q)R S : C(Q)CfO)R s : CfO)NR 5 R 5 : SrO\ R 5: 
S(Q \NR 5 R S : NR S C(Q)NR S R S : NR 3 CfO^CfO^R 5 : NR*ClO)R $ : NR 5 (COOR 5 ^: NR 5 CfO)R 8 : 
N R 5 S(Q\NR 5 R 5 : NR s SfO\R s : NR s SfO) D R 8 ; NR s CfO)CfO)NR s R s : NR s CftttCfO)NR s R 6 : 
O aOlNR s R s : OSfOySR s R 5 : NR s S(Q) n OR ? : P(Q)(OR s y Cl-CIO alkvl substituted with 1-3 
in dependent arvl, R 7 or R 8 : or C2-C10 alkenyl substituted with 1-3 independent arvl. R 7 or R 8 ; 
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Each R s is independently H: Cl-CIO alkvl; C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C1Q cvcloalkenvl: arvl; R 9 : haloalkvk Cl-CIO alkvl substituted with 1-3 
independent arvl, R 7 or R 9 groups: C3-C1Q cycloalkvl substituted with 1-3 independent aryl, R 7 

> 

or R g groups: or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 9 ; 

Each R 6 is independently C(Q)R S . COOR 5 . CfOtNR s R 3 . Cfc=NR Sl >NR 5 R 5 . or SfO) n 

Ril 

Each R 7 is independently halo. CF,. SR 10 OR 10 . OCfO^R 10 . NR'°R 10 . NR >0 R n , 
NR "R". COOR 10 . NQ 2 . CN. C(O^R 10 OCfOWR 1 ^' 0 . CfOlNR 1 ^ 10 N(R l0 )CfO^R' 0 . N(R I( *> 
(C OOR'V S(OUMR IO R 10 : NR l0 SfO1 n NR l0 R' 0 : NR 10 S(OyR 10 : orP(Q¥OR s ^: 

Each R 8 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic. or 
1 1- 14 membered tricyclic ring system having 1-3 hqteroatoms if monocyclic. 1-6 heteroatoms if 
bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1, 2 T 3 or 4 atoms of each ring may be 
su bstituted by a substituent independently selected from Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 ; halo: sulfur: oxygen; CF->: SR 5 : 
OR 5 : OC(Q)R s : NR S R S : NR S R*: NR 6 R 6 : COOR 5 : NOy. CN: C(Q)K S : aCftNR^ 3 : S(Q\NR*R 5 : 
NR *C(Q)NR S R 5 ; NR'aOMt*: NR $ SfO) n NR 5 R s : NR 3 S(OyR 9 : Cl-CIO alkvl substituted with 1-3 
independent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 , R 9 or arvl; 

Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic, or 
U- 14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic, 1-6 heteroatoms if 
bic vclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O. N, or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring mav be 
sub stituted bv a substituent independently selected from Cl-CIO alkyl: C2-C10 alkenvl: C2-C10 
alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen: CF^: haloalkvl: SR 10 : 
OR 10 : NR'°R'°: NR'V 1 ; NR"r": COOR 10 : NOv. CN: C(Q)R 10 : S(O) n R i0 ; SfpyNR'V 0 : or 
q plNR'V 0 : 

Each R'° is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: Cl-CIO alkvl optionally substituted with 1-3 
ind ependent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cvc loalkenvl. OR 12 . SR l2 T NR I2 R 12 . COOR 12 . NO7. CN. C(O^R 12 , C(CMNR"R' 2 . NR l2 CfO)R 12 . 
N( R l2 KCOOR 12 ). S(OyNR 12 R 12 . or OCfO^R 12 : or phenyl optionally substituted with 1-3 
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inde pendent C1-C10 alkvl. O-C 10 alkenvl. C2-C10 alkv nvl. C3-CI0 cvcloalkvl. C4-CIQ 
cvc loalkenvl. halo CF,. OR 12 . SR 12 . NR 12 R 12 . COOR 12 . NO,. CN. C(0)R 12 , C(0)NR l2 R 12 , 
NR 12 CfQlR 12 . N(R l2 VCOOR l2 V S(OV.NR l2 R 12 . orOCfO^R 12 ; 

Each R" is independently C(Q^ 10 COOR 10 C(OlNR l0 R 10 or SfO^R 10 ; 

Each R' 2 is independently H: C1-C10 alkvl; C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
ri O cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkyl substituted with 1-3 independent C2-C10 
alk envl. C2-C10 alkvnvl, C3-C10 cvcloalkvl. C4-C1 0 cvcloalkenvl. halo. CF^, OR 13 , SR 13 , 
N ft l3 R 13 . COOR 13 . NO,. CN, CfO^R 13 . qOWR l3 R' 3 . NR l3 c rOte 13 . orOaO)R 13 ; or phenyl 
op tionally substituted with 1-3 independent C1-C10 alkvl. C2 -C10 alkenvl. C2-C10 alkvnvl, C3- 
C1 Q cvcloalkvl. C4-C10 cvcloalkenvl. halo. C F*. OR 13 . SR 13 . NR I3 R 13 . COOR 13 . NO,. CN. 
r.(Q)R l3 T CfOWR l3 R 13 . NR'foOR 13 . or OC(Q)R 13 ; 

Each R 13 is independently H; C1-C10 alkvl: C2-C1Q alkenvl; C2-C10 alkynyl; C3- 
C1 0 cvcloalkvl; C4-C10 cvcloalkenvl: C1-C10 alkvl optional ly substituted with halo, OR 1 .! 
.SR 14 . NR 14 R 14 . COOR 14 . NO?. CN: or phenyl optionally substituted wit h halo. CFi. OR 14 , SR 14 , 
NR l4 R 14 . COOR 14 . NO?. CN; 

Each R' a is independently H: CUC10 alk vl: C3-C10 cvcloalkvl or phenyl: 

Each R 16 is independently H. C1-C10 alkvl: C2-C10 alkenvl; C2-C 10 alkvnvl; C3- 
c m cvcloalkvl: C4-C10 cvcloalkenvl; arvl; R g : halo: CF,: COOR 5 : C(Q)R 5 : C(O^CfO)R s ; 
C( Q)NR 5 R 5 : S(Oyi S: S(0) n NR s R s : CI -CIO alkvl substituted wit h 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 indet>endent R 23 : or C2-C10 alkenvl 
substituted with 1-3 independent arvl. R 7 or R 8 ; and 

Each R 23 is independently selected from H. C1-C10 alk vl: C2-C10 alkenvl; C2- 
C1 0 alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R a ; halo: CF^: SR S ; OR 5 ; OC(Q)R s ; 
NR 5 R 5 ; NR S R 6 : COOR 5 : NO,; CN: C(Q)R S . C(Q\CfO\tL s -. C(OW R s R 5 : SfOyR* S(Q\.NR 5 R S ; 
NR s CfOttJR 5 R s : NR s CfO^CrO^R s : NR s CfO^R s : NR 5 fCOOR s ): N R s crOM»: NR^OVNRV: 
NR s S(Q> t l R s : NR s srOVR g : NR s CfO^CfOWR s R s : NR 5 C(0)C(0)NR 5 R 6 ; OC(Q)NR s R 5 ; 
OSfO ^NR^ 5 : NR^fO^OR 5 : P(OMOR s V>: C1-C10 alkvl subs tituted with 1-3 independent arvl. 

7 8 

R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent aryl. R or R 

17. (Amended) The compound of claim 1 wherein, 
Each R 2 is independently NHR 3 ; [and] 
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Each R 1 is independently of the formula: 




Each R 3 is independently arvl: phenyl optionally substitu ted with 1-5 independent 
R 4 on each ring: or heteroarvl optionally substituted with 1-4 independent R 4 on each ring; 

Each R 4 is independently selected from H, C1-C10 alkv l- C2-C10 alkenvl: C2- 
ClO alkvnvl: C3-C10 cvcloalkvl: C4-C1Q cycloalken vl: arvl: R B : halo: CF^; SR S ; OR s ; OC(Q)R 3 ; 
NK S R 5 : NR S R 6 : NR S R 16 : COOR*: NO,: CN: C(Q) K S : CrOlCfOm 5 : C(Q)NR S R S ; S(Q)nR S: 
SfOlNR 3 R s : NR 5 CfO)NR 5 R s : NR 5 CfQ^CfO^R s : N R s CfOra 5 : NR 5 fCOOR 5 V. NR s C(0)R 8 ; 
1OT'Mn yjR 5 R 5 : NfR 5 SrO^R s : SR S R(Q\H 9 : NT^C^CfOttJR^ 5 : NR 5 C(QlCfO)NR 5 R 6 ; 
OaO)NR 5 R s : QSrO^NR s R s : NR s SrO^OR s : PfOVOR 5 ^: C1-C10 alkvl substituted with 1-3 
inde pendent arvl. R 7 or R 8 : or C2-C1Q alkenvl substituted with 1-3 independent arvl. R 7 or R 8 ; 

Each R s is independently H: C1-C10 alkvl: C2-C1Q alkenvl: C2-C1Q alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkyl: C1-C10 alkvl substituted with 1-3 
in dependent arvl. R 7 or R° groups: C3-C1Q cvcloalkvl substitute d with 1-3 independent arvl, R 7 
or ft 9 groups: or C2-C10 alkenvl substituted with 1-3 indepe ndent arvl. R 7 or R 9 : 

Each R 6 is independently C(Q)R S - COOR 5 . aO)NR s R 5 . C(=NR S )NR S R 5 , or S(Q) n 

Each R 7 is independently halo. CFv SR >0 OR 10 . OC ^R 10 . NR'V 0 . NR I0 R". 
NR M R". COOR 10 . NO,. CN. aCHR 10 OaoWR'V 0 . aO)NR 10 R l ° NfR^CfOlR 10 . NYR 10 ) 
(C OOR 10 ). S(O\NR 10 R 10 : NR l0 SfOY.NR 10 R 10 : N R 10 SrO^R 10 : or PfOKORV. 

Each R 8 is independently a 3-8 membered monocyclic, 7 -12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1-3 heteroat o ms if Tnonocvclic. 1-6 heteroatoms 
if bicycle, or 1-9 heteroatoms if tricyclic, said heieroatom s independently selected from O. N, or 
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S. which mav be saturated or unsaturated, and wherein 0 - 1. 2. 3 or 4 atoms of each ring mav be 
substituted bv a substituen t inde pendently selected from C1-C10 alkvl; C2-C10 alkenvl; C 2-C10 
alk ynyl: C3-C10 cvcloalkyl: C4-C10 cvcloalkenvl; a rvl: R 9 : halo; Sulfur: oxygen; CF 3 , SRL 
O R 5 : OCfO^R 5 : NR S R S : NR S R 6 : NR*R 6 : CQOR 5 : NO ? : CN: C(OM s : CfOWR 5 R S : SfO)nNR S R 5 ; 
N R S C(Q)NR 5 R S : NR s aO^R 9 : NR s SfO).NR 5 R 5 : NR ? SfO^ R 9 : C1-C10 alkvl substituted with 1-3 
in dependent R 7 . R 9 or arvl: or C2-C1Q alkenvl substituted with 1-3 inde pendent R 7 . R 9 or arvl: 

Each R 9 is independently a 3-8 membered monocYclic. 7-12 membered bicyclic, 
or 11-14 membered tricyclic ring system having 1-3 heter oatoms if monocyclic, 1-6 heteroatoms 
if bicyclic. or 1-9 heteroatoms if tricyclic, said heteroatoms indepen dently selected from O. N, or 
S. which mav be saturated or unsaturated, and wherein 0. 1- 2 or 3 atoms of each ring mav be 
su bstituted bv a substituent independently selected from CI -CIO alkvl; C2 -C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: halo: sulfur: oxygen; Oft : haloalkvl: SR 10 : 
O R 10 : NR l V°: NR 10 R"; NR"R": CQOR 10 : N Q 7 : CN: CfQ)R 10 : SfO^R 10 : SfO Y-NR'V 0 : or 
Cf i^NR IQ R 10 : 

■ Each R'° is independently H: C1-C10 alkvl: C2-C10 alken vl: C2-C10 alkvnvl; 
CS -CIO cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkv l optionally substituted with 1- 
3 i ndependent C1-C10 alkvl. C2-C10 alkenvl- C2-C10 alkv nvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. OR 12 SR 12 . NR 1Z R 12 . CQOR 12 . NO,. CN. CfO^R 12 . Ctt»NR 12 R' 2 . NR 12 C(Q)R I:; , 
Nf R 12 WCOOR'\ S(O^NR 12 R 12 . orOCfOIR 12 : or phenyl optionally subst ituted with 1-3 
in dependent C1-C1Q alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C 10 cvcloalkvl. C4-C10 
cvdoalkenvl. halo. CP,. OR 12 . SR 12 NR I2 R 12 . CQOR 12 . NO,. CN. C(Q)R l \ C(Q)NR ,2 R 12 , 
N R 12 Cftr>R 12 . NYR"yCOOR"l. S(OlNR 12 R 12 . orOCYOM 12 : 

Each R" is independently C(O)R i0 . CQOR 10 . aOVNR 1 V° or StoUt 10 ; 

Each R 12 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl substituted with 1-3 independent C2- 
CI O alkenvl. C2-C10 alkvnvl. O3-C10 cvcloalkvl. C4-C10 cvcloalkenv l. halo. CF*. OR 13 . SR 13 . 
N R 13 R 13 . CQOR 13 . NO,. CN. CfO^R 13 . qOttfR 13 R 13 . NR 13 aO)R 13 , or OCfO^R 13 ; or phenyl 
op tionally substituted with 1-3 independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl, C3- 
C IO cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF , OR 13 - SR 13 . NR I3 R 13 . CQOR 13 . NO?. CN, 
C( Q1R 13 . qOWR'V 3 , NR l3 CfO)R 13 . or OCfOlR* 3 : 
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Each R 13 is independently H: C 1-ClO alkvl: C2-C10 alkenv l: C2-C10 alkvnvl; 
C3 C10 cvcloalkvl; C4-C1Q cveloalkenvl: C1-C10 alkvl optionally substitute d with halo. OR 14 . 
SR 1 4 . NR 14 R 14 . COOR 14 , NQ 7 . CN; or phenyl optionally substituted with halo, CF%, OR 1 *, SR 14 , 
NR 14 R 14 COOR 14 . NO?. CN: 

Each R 14 is independently H: C1-C10 alkvl: C3-C10 cycloalkvl or phenyl; 

Each R 16 is independently H. C1-C10 alkvl: C2-C10 al kenvl: C2-C10 alkvnvl: 
C3 CIO cycloalkvl: C4-C10 cveloalkenvl: arvl: R g : halo : CF,: COOR 5 : C(Q)R S ; C(0)C(Q)R S ; 
Ctt »NR s R s : S(Ql„R 5i SfOyNR 5 R s : C1-C10 alkvl substituted wi th 1-3 independent arvl. R 7 . R 8 , 
or phenyl optionally substituted with substituted with 1-4 in dependent R 23 : or C2-C10 alkenyl 

7 8 

sub stituted with 1-3 independent arvl. R orR ; 

Each R 17 is independently NR 5 R 16 : OR 5 : SR S : or halo: and 

Each R 23 is independently selected from H. C1-C 10 alkvl: C2-C10 alkenvl; C2- 

CU ) alkvnvl: C3-C10 cvcloalkvl: C4-C10 cveloalkenvl: arvl: R g : halo; C P.: SR 5 : OR 5 : OC(Q)R 5 : 

NR S R 5 : NR 5 R 6 : COOR 5 : NO,; CN: C(Om s : CfO^CfO^R 5 : C(OttJ R 5 R s : S(Q\.R S S(Q\,NR 5 R 5 : 

N R s CfO)NR s R 5 : NR 5 CfO^CfO)R s ; NR 5 C(Q)R S ; NR s fCOOR s ): NR 5 Cft»R 8 . NR s S(0)„NR 5 R 5 ; 

N* 3 SfOyt 5 : NR s SfOyR g ; NR s aO)C(0)NR s R s : NR 5 C(0)Cr01NR 5 R 6 : OC(Q)NR 5 R S ; 

OS fO^NR 5 R s : NR 5 S(O^OR 5 : PfO)(OR s V>: C1-C10 alkvl substituted with 1 -3 independent arvl. 

R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independen t arvl. R 7 or R 8 . 

18. (Amended) The compound of claim 1 wherein. 
Each R 1 is independently one of the following groups: 
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wherein m is 0, 1, 2, 3 or 4; 

Each R 4 is independently selected from K C1-C10 alk vl: C2-C10 alkenvl: C2^ 
C1 Q alkvnvl: C3-C10 cvcloalkvl: C4-C10 cycioalkenvl: arvl: R 8 ; halo; CFi; SR 5 ; O R 5 ; OC(0)R s ; 
NR S R S : NR S R 6 : NR 5 R 16 : COOR s : NO ? : CN: C(01R 5 - CfOlCfOlR 5 : C«»NR 5 R S ; S(Q)^L 
S(O yjR 5 R 5 : NR S C«»NR 5 R S : NR 5 CfO^CfOm 5 : NR 5 CfOM 5 : NR 5 rCOOR s> >: NR S C(Q)R 8 ; 
N R 5 S(Q\.NR 5 R 5 : NR s SfO^R s : NR s S(OV.R 8 : NR s CJO\C(CnNR s R 5 : NR s CfO)C(Q)NR s R 6 ; 
O aC»NR 5 R 5 : OSfOUMR 5 R 5 : NR 5 S(Q^,OR 5 : PfOMOR 5 )?: C1-C10 alkyl substi tuted with 1-3 
in dependent arvl. R 7 or R 8 : or C2-C10 alkenvl substituted with 1-3 independent arvl, R 7 or R*; 

Each R 5 is independently H; C1-C10 alkvl: C 2-C10 alkenvl: C2-C10 alkvnvl; C3- 
C I f) cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl: C1-C10 alkvl substitutecLwjth 1-3 
in d e pendent arvl. R 7 or R 9 groups: C3-C10 cvcloalkvl substitu ted with 1-3 independent arvl, R_ 
or R° groups: or C2-C10 alkenvl substituted with 1-3 inde pendent arvl. R 7 or R 9 ; 

Each R 6 is independently C(Q)R S . COOR 5 . C(Q1NR S R S . C( =NR S )NR S R 5 . or 

Each R 7 is independently halo. CF*- SR 10 . OR 10 . OC(Q)R l °. NR'V 0 . NR'VL 
NT R"R". COOR 10 . NO,. CN. CfO^R 10 . OC(OWR IO R 10 CrO^NR l0 R ' 0 Nm^Crtm 10 . N(R 10 ) 
fC OOR 10 ). SfOyjR'V 0 : NR 1Q S(OVNR 10 R 10 : NR IO S(OV.R' 0 : or P(OttOR 5 ) 7 ; 

Each R* is independently a 3-8 membered monocyclic 7-12 mem bered bicvclic. 
or 11-14 rnernbered rricvclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N,_or 
S, which mav be saturated or unsaturated, and wherein 0. 1, 2, 3 or 4 atoms of each ring may be 
su bstituted bv a substituent independently selected from C1-C 10 alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: ar vl: R°: halo: sulfur: oxygen: CF ? : SR S : 
O R 8 : OCfO^R 5 : NR*R 5 : NR 5 R 6 : NR'R 6 : COOR 5 : NO,: CN: CfO ^R 3 : CrO^NR 5 R 5 : S(Q) W NR S R S : 
N B s CfO)NR s R 5 : HR S C(Q)R 9 : NR 5 S(0}pNR 3 R s : NR 5 S(Q1 r R 9 : C1-C1Q alkvl substituted With 1-3 
in<lependent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 inde pendent R 7 . R 9 or arvl; 

Each R 9 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic. 1-6 heteroatoms 
if bicvclic, or 1-9 heteroatoms if tricyclic, said heteroatom s independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1 T 2 or 3 atoms of each ring mav be 
su bstituted bv a substituent independently selected from Cl-Q O alkvl: C2-C10 alkenvl: C2-C10 
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alk vnvl: C3-C10 cvcloalky l ; C4-C10 cvcloalkenvl: halo: sulfur; oxygen: CF^: haloalkyl; SR 10 ; 
OR 10 : NR"^' 0 : NR |0 R": NR n R": CQOR 10 : NO,: CN: CfOm 10 ; S(OUt'°: S(O)nNR l0 R 10 ; Q.r 
a OftJR 10 R' 0 : 

Each R'° is independently H: C1-C10 alkvl: C2-C1Q alken vl: C2-C10 alkvnvl: 
C3 C1Q cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkvl optionall y substituted with 1- 
3 i ndependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloa lkvl. C4-C10 
cvc loalkenvl. OR 12 . SR 12 . NR 12 R 12 . CQOR 12 . NO,. CN. C(Q)R 12 . C(OWR l2 R 12 . NR 12 C(Q)R 12 , 
Nf R 12 KCOOR'\ SrO)nNR l2 R 12 . or OCCQ1R 12 : or phenyl opti onally substituted with 1-3 
in dependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. halo. CF,. OR 12 , SR 12 . NR ,2 R >2 . CQOR 12 . NQ 7 . CN . CfO^R 12 . C(OWR l2 R 12 . 
Nti ' 2 C«»R 12 . NfR l2 KCOOR l2 l SfO\ r NR ,2 R l 2 1 or OCfO^R 12 : 

Each R' 1 is independently CfO)R l °. CQOR 10 . qQ WR'V 0 or S(OU* >0 : 
Each R 12 is independently H: C1-C10 alkvl: C2-C10 al kenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl: C4-C10 cvcloalkenyl: C1-C10 alkvl substituted with 1-3 ind ependent C2- 
C1 0 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 cvcloalken vl. halo. CF^. OR 13 . SR 13 , 
N R 13 R 13 . CQOR 13 . NO;. CN. CrOIR 13 . qOttJR l3 R' 3 . NR l3 CfO^R 13 . or OCtO)R 13 : or phenyl 
op tionally substituted with 1-3 independent C1-C10 alkvl. C2-C10 alkenvl. C2-C 10 alkvnvl. C3- 
CI O cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF^. OR 13 . SR 13 . NR 13 R 13 . CQOR 13 . NO,. CN. 

c rora 13 . c(Q)NR l3 R 13 . NR 13 cfom 13 . or oao^R' 3 : 

Each R 13 is independently H: CI -CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl optionally substituted with halo. OR 14 . 
SR U . NR I4 R 14 . CQOR' 4 . NO;. CN: or phenyl optionally substituted with halo. CF>. OR 1 *. SR 14 . 
N R I4 R U . CQOR 14 . NO ? . CN: 

Each R 14 is independently H: C1-C10 alkvl: C3-C10 cvcloalkvl or Phenyl; 

Each R 16 is independently H. C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C1I -C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF-,: CQOR 5 : C(Q\R 5 : aOKXOlR 5 ; 
C( OftJR s R 5 : SfOyt 5 S(OyjR 5 R s ; C1-C10 alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 : orC2-C10 alkenvl 
su bstituted with 1-3 independent aryl, R 7 or R 8 ; 

Each R 22 is independently C2-C9 alkvl substituted with 1-2 independent arvl. R 7 . 

or R 8 : and 
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Each R 23 is ind ep endently selected from H- Cl-CiO alky h C2-C10 alkenvl: C2- 
nn alk ynvl: C3-C1Q cvcloalkvl: C4-C10 cvcloa lkenyl: arvl-. R 8 : halo: CFv, SR 5 ; OR 5 ; OC(Q)R 5 ; 
Nft V; NR S R 6 : COOR s . NO,: CN: C(Ote s : C(0)C( ™ 5 ; C{Q1NR 5 R 5 : SfOVJE* Stt»„NR 5 R 5 . 
NB 5 CCO^NR 5 R 5 : NR s CfO^CfO^R s : NR 5 C(Om 5 : N R 5 rrOOR 5 l: NR s aO^R 8 : NR 5 S(0)„NR S R S ; 
NT! 5 SfQ^ n R 5 : NR 5 SroyR 8 : NR 5 C(Q*^NR S R 5 : NR 5 P^Ctt»NR s R*: OaO)NR 5 R 5 ; 
OSfQ1 n NR s R 5 : NR s SfOy)R*: ProVOR s W. C 1-^10 alkvl substituted with 1-3 independent aryl, 

7 $ 

R 7 or R B : or C2-C10 alkenvl substituted with 1-3 indepe ndent arvh R or R , 

19. (Amended) The compound of claim 1 wherein, 
Each R 1 is independently 
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wherein m is 0, 1, 2, 3 or 4; 

Each R 4 is independently selected from H. C1-C10 alkvl: C2-C10 alkenvl: C2-C10 
al kvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CFv. SR S : OR 5 : OC(Q)R 5 : 
N R*R 5 ; NR 5 R 6 : NR S R 16 : COOR 5 : NO>: CN: C(Q)R S : C(Q)C(Q)K 5 : C(Q)NR 5 R 5 : SfQ) n R S: 
S(D) n NR*R s : NR'CfOWRV: NR s qO)aCftR 5 : NR S C(Q)R S : NR s (COOR s ): NR 5 C(Q)R 8 : 
N] ^S(O^NR s R s : NR 5 S(OyR 5 : NR s S(O^R 8 : NR s C(Q)Cf01NR 5 R 5 : NR 5 C(Q)CfO)NR s R 6 ; 
O aOWR 5 R 5 : OSfO^NR 5 R 5 : NR 5 SfO\OR s : P(OMOR s V. CldO alkvl substituted with 1-3 
in dependent arvl. R 7 or R 8 : orC2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 8 : 

Each R s is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C JO cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl; C1-C10 alkvl substituted with 1-3 
independent arvl, R 7 or R 9 groups: C3-C10 cvcloalkvl substituted with 1-3 independent arvl. R 7 
or R 9 groups: or C2-C10 alkenvl substituted with 1-3 independent arvl. R 7 or R 9 : 

Each R 6 is independently C(Q)R S . COOR 3 . qO WR s R 5 . q=NR 5 )NR 5 R 5 . or 
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Each R 7 is independently halo. CP,. SR 10 OR 10 . OC(Q)R 10 . NR 10 R 10 . NR 1 V. 
NR "r". COOR 10 . NO,. CN. CfO^R 10 . OaOWR 1 V°. C(Ott4R I0 R 10 WR^C^R 10 N(R 10 ^ 
(C OOR'\ S(OVMR' V°: NR^SfOyJR'V 0 : NR' 0 SttU,R 10 : or P(0)(ORV. 

Each R 8 is independently a 3-8 membered monocyclic. 7-12 memb ered bicvclic. or 
11 14 membered tricyclic ring system having 1-3 heteroatoms if mon ocyclic. 1-6 heteroatoms if 
bic yclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently sel ected from O. N. or 
S. which may be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atoms of each ring may be 
su bstituted by a substituent independently selected from C1-C10 alkyl: C2-C10 alkenvl; C2-C10 
alkvnvl; C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : halo: sulfur: oxygen: CF^: SR 5 : 
O R 5 : OCrO^R 5 : NR 5 R S . NR S R 6 : NR 6 R 6 : COOR s : NO,: CN: C(Q)R 5 : C(OWR s R 5 : S(Q) r NR 5 R 5 : 
N R 5 aO*NR 5 R s : NR s CfO^R 9 : NR 5 S(OUVR 5 R s : NR 5 SfO\A 9 : C1-C10 alkvl substituted with 1-3 
ind ependent R 7 . R 9 or arvl; or C2-C10 alkenvl substituted with 1^3 independent R 7 . R 9 or arvl; 

Each R 9 is independently a 3-8 membered monocyclic, 7-12 membered bicvclic, or 
11 14 membered tricyclic ring system having 1-3 heteroatoms if monocycli c. 1-6 heteroatoms if 
bic yclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently select ed from O. N. or 
S, which mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
su bstituted bv a substituent independently selected from C1-C10 alkvl: C2 -C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4-C10 cycloalkenvl: halo: sulfur: oxygen; CF?: haloalkvl: SR 10 ; 
O R 10 : NR'V: NR 10 R": NR"r": COOR 10 : NO,: CN: C(Q)R 10 : S(0) P R 10 ; SfO^NR 10 R 10 ; or 
a OWR'V 0 : 

Each R 10 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C 10 alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: C1-C10 alkvl optionally substituted with 1-3 
in dependent Cl-ClO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. OR 12 . SR 12 . NR I2 R' 2 . COOR 12 . NO,. CN. CfOlR' 2 . C(Q)NR I2 R 12 . NR 12 aO)R 12 . 
N( R l2 VCOOR l2 V S(OyNR 12 R' 2 . orOC(0)R 12 ; or phenyl optionally substituted with 1-3 
in dependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. halo. CF,. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NQ 7 - CN. CfO^R 12 , CK»NR I2 R 12 . 
N R 12 aO)R 12 , NfR' 2 KCOOR 12 ). S(OV.NR 12 R 12 . or OCfO^R 12 : 

Each R 1 ' is independently CfO^R 10 . COOR* 0 C(O^NR'°R 10 orSfOyR 10 : 
Each R 12 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl substituted with 1-3 independent C2-C10 
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alk envl. C2-C10 alkvnvl, C3-C10 cvcloalkvl. C4-C10 cvcloalkenvl. hajo. CF . . OR 13 . SR 13 . 
NB I3 R 13 . COOR 13 . NO.. CN. CfCttR' 3 . Cr0)NR l3 R 13 . NR I3 C«»R' 3 . orOCfOm' 3 : or phenyl 
opt ionally substituted with 1-3 independent C1-C10 alkvl. C2-C1Q alkenvl. C2-C1Q alkvnvl. C3- 
C1 Q cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF,, OR 13 . SR 13 , NR 13 R 13 . COOR 13 , NO?, CN, 
C( Q)R l \ CfO)NR' 3 R 13 . NR' 3 C(0)R 13 . orOaO)R 13 : 

Each R' 3 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1 Q cvcloalkvl: C4-C10 cvcloalkenvl: C1-C10 alkvl optionally substituted with halo. OR 14 . 
SR U . NR l4 R 14 . COOR 14 . NO ? . CN: or phenyl optionally substituted with halo. CR. OR 14 . SR U . 
N R I4 R 14 . COOR' 4 . NO?. CN: 

Each R 14 is independently H: C1-C10 alkvl: C3-C10 cvcloalkvl or phenyl: 

Each R 16 is independently H. CI -CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: C3- 
C1 0 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CFi: COOR 5 : C(Q)R*: C(Q)C(0)R 5 ; 
Cf O)NR 5 R s : S(Q\R 5 ' S(Q) n NR s R s : C1-C10 alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or Phenyl optionally substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenvl 
substituted with 1-3 independent arvl. R 7 or R 8 : 

Each R" is independently C2-C9 alkvl substituted with 1-2 independent arvl, R 7 , 

Each R 23 is independently selected from H. C1-C10 alkvl: C2-C10 alkenvl: C2- 
CI O alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF ? : SR 5 ; OR 5 : OCfO)R 5 ; 
NF 5 R S ; NR 5 R 6 : CQQR S : NOv. CN: C(Q)R 5 : C(Q)CfO)R s : C(Q)NR S R 3 : SfO\R S: SfO)«NR s R 5 : 
NR 3 C(QWR S R S ; NR 5 aOOO)R s : NR s CfO)R s : NR s (COOR 5 ); NR 5 C(Q)R g : NR 5 S(Q) n NR*R s : 
NR S S(Q\,R 5 : NR 5 S(0>,R g : NR s aO)C(Q)NR s R s : NR 5 aO)aO)NR s R 6 : OaOlNRV: 
OSfO) a NR s R 5 : NR s SfO\OR s : PfOKOR 5 ),; C1-CI0 alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 : or C2-C10 alkenyl substituted with 1-3 independent aryl, R 7 or R g ; and 

Each R 24 is independently selected from C1-C10 alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C10 cvcloalkvl: C4rC10 cvcloalkenvl: arvl; R 9 : halo; sulfur: oxygen: CF^: SR S : 
O R s : QC(Q)R 5 : NR 5 R S : NR 5 R 6 : NRV: COOR s : NQ 7 : CN: C(Q)R S : aO)NR 5 R s : S(Q\,NR 3 R S : 
NR s C(OWR 5 R 5 : NR 5 CfCnR 9 : NR s SfQ) n NR 5 R s : NR s S(Q) fl R°: Cl-CIO alkvl substituted with 1-3 
ind ependent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 independent R 7 , R° or aryl. 

20. (Amended) The compound of claim 1 wherein. 
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wherein [the groups are as defined in claim 1.] 

Each halo is selected from fluoro. chloro , hromo and iodo; 

Each R* is independently selected from H. C I -CIO alkvl: C2-C1Q alkenvl; C2- 
C1 Q alkvnvl: C3-C10 cvcloalkvl: C4-C 10 c vcloalker v'; »r yl; R 8 ; halo: CF-,: SR S : OR 5 ; OCfO)R ; 
N R S R S : NR S R 6 ; NB 5 * 16 -- CQOR 5 : NO-»: CN: C(Q^ 5 - rrO^Om 5 : aOWR s R 5 ; SfO)^ 
sr oymV: NR s rmMMR*R s : NR s c r^ero^ s -. NR'aOM 5 ; NR s (COOR s ); NR s C(Q)R 8 ; 
N R s SfO^NR s R s . NR 5 S(OVR s : NR 5 SfO\,R 8 : NR 5 CfO^CfO)NR s R s ; NR 5 C(Q)C(Q)NR 5 R 6 ; 
O C(01NR 5 R s : OSfOV.NR 5 R 5 : N pSgfnyra 5 - PfOVOR 5 V,: C1-C10 alkvl substituted with 1-3 
in dependent arvl- R 7 or R 8 : or C2-C10 alke nvl substituted with 1-3 independent arvl, R 7 or R 8 j 

Each R 5 is independently H: Cl- C lO alkvl: C2-C10 alkenvl; C2-C10 alkvnvl; C3- 
CI O cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvl: C1-C10 alkyl substituted with 1-3 
in dependent arvl. R 7 or R 9 groups: C3-C10 cvcloalkvl substituted with 1-3 in dependent arvl, R 7 
or R 9 grou ps: or C2-C10 alkenvl substituted w ith 1-3 independent arvl. R 7 or R 9 ; 

Each R 6 is independently CfOm 5 . C QOR 5 - C«y>NR 5 R s . Cf=NR S )NR 5 R 5 , or 

EarhR 7 is independently halo. CF, Stt'°- OR 10 . OC(n>R lp NR'V° NR 10 R m . 
NR"r". CQOR' 0 NO,. CN. C(OM 10 OC^NR 10 R' 0 , C^NR 10 R 10 . NfR l0 ^C(O>R 10 . N(R 1U ) 
fC :OOR l(K >. S(O^NrR'°R 10 : NR 10 S^ ) || Mp">p">- Mft^fO^R 10 : or PfOVOR 5 ^: 

Each R 8 is independently a 3-8 membered monocyclic . 7-12 membered bicyclic, 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if monocyclic, 1-6 heteroatoms 
if bicyclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N, or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2 - 3 or 4 atoms of each ring may be, 
su bstituted bv a substituent independently selected from Cl-ClO alkvl: C2-C10 alkenyl; C2-C1Q 
a|Sc ynvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R°; halo: sulfur; oxygen: CFv. SR 5 : 
O R 5 : OCfO^R 5 : NR 5 R 3 : NR 5 R«: NR*R 6 : CQOR 5 : NOv. CN: C(Q)R 5 ; C(Q)NR S R S ; S(0) n N R s R s ; 
N R 3 aO)NR s R s : NR s CfOm»: NR $ SfO)nNR 5 R s : NR s S(OU *»: Cl-ClO alkvl substituted with 1-3 
inde pendent R 7 . R 9 or arv): orC2iC10 alkenvl substituted with 1-3 independent R 7 . R 9 or aryl; 

Each R 9 is independently a 3-8 membered mo nocyclic. 7-12 membered bicyclic, 
o r 1 1-14 membered tricyclic ring svstem having 1-3 hetero atoms if monocyclic, 1-6 heteroatoms 
if hicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently selected from O, N, or 
S which mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ring may be 
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su bstituted bv a substituent independently selected from Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 
alk vnvl: C3-C 10 cvcloalkvl. C4-C10 cvcloalkenvl: halo: sulfur: oxygen; CF »: haloalkvl: SR 10 : 
O R 10 : NR'°R 10 : NR'°R": NR"R": COOR 10 : NO;: CN; CfO)R 10 : S(Q\R 10 : SfOyJR 1 V°; or 
Cr Q)NR 10 R'°: 

Each R'° is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkvl: Cl-CIO alkvl optionally substituted with 1- 
3 i ndependent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C1Q cvcloalkvl. C4-C10 
cv cloalkenvl. OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO?. CN. CfO)R 12 . aOWR l2 R 12 . NR l2 Ctt»R 12 . 
N( R 12 MC00R'\ SCO)nNR' 2 R i2 . or OCfO'lR' 2 : or phenyl optionally substituted with 1-3 
in dependent Cl-CIO alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkvl. C4-C10 
cv cloalkenvl. halo. CFv OR 12 . SR 12 . NR I2 R 12 . COOR 12 . NO?. CN. C(Q)K i2 . C(Q)NR I2 R 12 . 
N R' 2 CrO)R 12 . N(R 12 ¥COOR >2 l S(O^NR l2 R 12 . or OCfO^R 12 : 

Each R" is independently aom' 0 . COOR 10 . C(O)NR l0 R' 0 or S(Q) n R 10 : 

Each R 12 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C5-C10 cvcloalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl substituted with 1-3 independent C2- 
C1 0 alkenvl. C2-C10 alkvnvl. C3-C1Q cvcloalkvl. C4-C 10 cvcloalkenvl. halo. CF 3 . OR 13 . SR 13 . 
NR 13 R 13 . COOR 13 . NO?. CN. C(0)R 13 . aOtiMR 13 R 13 . NR 13 C(OYR 13 . or OaOVR 13 : or phenyl 
optionally substituted with 1-3 independent Cl-CIO alkvl, C2-C10 alkenvl. C2-C10 alkvnvl. C3- 
C1 0 cvcloalkvl. C4-C10 cvcloalkenvl. halo. CF.. OR 13 . SR 13 . NR I3 R 13 . COOR 13 . NO?. CN. 
C( Ore 13 . aO)NR l3 R' 3 . NR 13 CfO)R 13 . orOC(0)R 13 : 

Each R' 3 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cvcloalkenvl: Cl-CIO alkvl optionally substituted with halo. OR 14 . 
S R 14 . NR I4 R 14 . COOR' 4 . NO;, CN: or phenyl optionally substituted with halo. CF V OR 14 . SR 14 . 
N R 14 R 14 . COOR 14 . NO?. CN: 

Each R 14 is independently H: Cl-CIO alkvl: C3-C10 cvcloalkvl or phenyl: 

Each R 16 is independently H. Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C 3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo; CF^: COOR 5 : CfO^R 5 : CfO^C(O^R s : 
C(Q)NR 5 R 5 : S(Q\R 5: S(Oy,NR $ R s : Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 . R 8 . 
or phenyl optionally substituted with substituted with 1-4 independent R 23 ; or C2-C10 alkenvl 
su bstituted with 1-3 independent arvl. R 7 or R 8 ; 

Each R 19 is independently H or C1-C6 alkyl: and 
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Each R 23 is independently selected from H. CI -CIO alk vl: C2-C LP alkenvl: C2- 
C1 Q alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 8 : halo: CF.: SR S : OR 5 : OC(Q)R^ 
N K 5 R 5 : NR 5 R 6 : COOR s : NO,: CN: CfO^R 5 : CfO^O^R 5 : aO)NR 5 R s : SfO)^ 5t S(OX > NR a R s ; 
N K 5 CfOWR 5 R 5 : NR s C(OK:(0)R s : NR 5 CfO)R s : NR s (COOR s V N R s CrOM 8 : NR s S(O^NR s R 5 : 
N R 5 SfOyR s : NR s S(OyR g : NR s C(OKXO)NR s R s : NR 5 CfO^C( OWR s R 6 : OCfQ1NR s R 5 : 
O SfOVNR 5 R s : NR 5 S(OV,OR 5 : P(0\(OR\: C1-C10 alkvl substit uted with 1-3 independent. arvl. 
R 7 or R*; or C2-C10 alkenvl substituted wiih 1-3 independent arvl. R 7 or R 8 . 

21. (Amended) The compound of claim 1 wherein, 
Each R' is independently 




[wherein] Each R 4 is independently selected from H . C1-C10 alkvl: C2-C10 
al kenvl: C2-C10 alkvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl; R 8 ; halo; CF 3 ; SR!i 
OR 5 : OC(Q)K s : NR 5 R*: NR S R 6 : NR i R 16 : COOR 5 . NO,: CN: C(O^R s : CfO^CfO^R 5 ; C(0)NR 5 R 5 ; 
Sro ^ SrO^NR^R 5 : NR 5 C(OWR s R 5 : NR 5 CfO)C(Q)R s : NR 5 C(Q)R 5 : NR 5 (COOR s V. 
N R s CfO>R 8 : NR S S(Q').NR 5 R 5 : NR 5 S(Q)„R 5 : NR 5 S(OyR 8 : NR 5 C(0>CfO^NR 5 R s : 
N R 5 aO)C(OWlR 5 R 6 : OC(Q)NR s R 5 : OS(Q) n NR s R s : NR s S(Q\OR s : PfOttOR 5 ^: C1-C10 alkvl 
su bstituted with 1-3 independent arvl. R 7 or R 8 : or C2-C.10 alkenvl su bstituted with 1-3 
independent arvl. R 7 or R 8 : 

Each R* is independently H: C1-C10 alkvl: C2-C10 alkenvl; C2-C10 alkvnvl: C3- 
Ci O cvcloalkvl; C4-C10 cvcloalkenvl: arvl: R 9 : haloalkvi: C1-C10 alkvl substituted with 1-3 
in dependent arvl. R 7 or R 9 groups: C3-C10 cvcloalkvl substituted with 1-3 indepe ndent arvl. R 7 
or R° groups: or C2-C10 alkenvl substituted with 1-3 independent arv l. R 7 or R 9 : 

Each R* is independently C(Q)R 5 . COOR 5 , CfOWR 5 R 5 . Cf=NR 5 WR 5 R 5 . or 

StOJnRi; 
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Each R 7 is independently halo. CF , . SR 10 OR 10 . OC (Q)R w . NR |0 R 1Q . NR I0 R". 
N R 1 'R 11 . COOR 10 NO,. CN Ctt^R 10 . OC(b)NR 10 R 10 rtOWR l0 R 10 . NfR 10 lC(O^R 10 . N(R I0 1 
(C OOR'°Y SrOlNR ,0 R 10 : NR l0 SfO).NR 10 R' 0 : NR 10 S rOY.R 10 : or PrOVOR^: 

Each R 8 is independently a 3-8 membered monocyclic. 7-12 membered bicvclic. 
or 11-14 membered tricyclic ring system having 1-3 heteroatotns if m onocyclic. 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatom s independently selected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2. 3 or 4 atoms of each ring may be 
su bstituted bv a substituent independently selected from C1-C10 alky l: C2-C10 alkenvl: C2-C10 
al kvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl: arvl: R 9 : hal o: sulfur: oxygen: CF*; SR S ; 
O R s : OC(Q)R s : NR S R S : NR S R 6 : NR 6 * 6 ; COOR 5 : NOv. CN: C(Q >R S : C^NR 5 R S : SfO^NR 5 R 5 : 
N R 5 CK»NR S R S : NR s C(CttR 9 . NR 5 SfO\NR 5 R 5 : NR s S(OU* 9 : C1-C10 alkvl substituted with 1-3 
independent R 7 . R 9 or arvl: or C2-C10 alkenvl substituted with 1-3 in dependent R 7 . R 9 or aryl; 

Each R 9 is independently a 3-8 membered monocyclic, 7-12 membered bicvclic, 
or 11-14 membered tricyclic ring system having 1-3 heteroatoms if m onocyclic. 1-6 heteroatoms 
if bicvclic. or 1-9 heteroatoms if tricyclic, said heteroatoms independently sel ected from O. N. or 
S. which mav be saturated or unsaturated, and wherein 0. 1. 2 or 3 atoms of each ri ng mav be 
substituted bv a substituent independently selected from C1-C1 Q alkvl: C2-C10 alkenvl: C2-C10 
al kvnvl: C3-C10 cvcloalkvl: C4-C10 cvcloalkenvl; halo: sulfur, oxygen: CFv. haloalkvl: SR 10 : 
OR 10 : NR'°R 10 : NR'V: NR"r": COOR 10 : NO^: CN: CfO^R 10 : S(CA,R >0 ; S(O\NR l0 R 10 : or 
aOlNR'V 0 : 

Each R'° is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C:l -C10 cvcloalkvl: C4-C10 cvcloalkenvl: haloalkyl: C1-C10 alkvl optional ly substituted with 1- 
3 i ndependent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3- C10 cvcloalkvl. C4-C 10 
cv cloalkenvl. OR 12 . SR 12 . NR |2 R 12 T COOR 12 . NQ-». CN. CfO)R 12 . CfO)NR lz R 12 . NR 12 Ctt»R 12 . 
Ni R l2 MCOOR 12 ). SfOyNR l2 R 12 . or OCfO^R 12 : or phenyl optionally substitute d with 1-3 
independent C1-C10 alkvl. C2-C10 alkenvl. C2-C10 alkvnvl. C3-C 1Q cvcloalkvl. C4-C10 
cvcloalkenvl. halo. CF,. OR 12 . SR 12 . NR 12 R 12 . COOR 12 . NO,. CN . C(Q)fo n . C(OWR l2 R 12 . 
N R' 2 aO)R 12 . NfR'^COOR 12 ). S(0),,NR' 2 R' 2 - or OCrO^R* 2 : 

Each R" is independently C(Q)R 10 COOR 10 . aoWR 10 R' 0 or SfOyR 10 : 
Each R 12 is independently H: C1-C10 alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
Cii-CIO cvcloalkvl: C4-CI0 cvcloalkenvl: C1-C10 alkvl substituted with 1-3 independent C2- 
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CI O alkenvl. C2-C10 alkvnvl. C3-C10 cvcloalkyl, C4-C10 cycloalkenvl. halo. CF : . OR 13 . SR 13 . 
NR' 3 R 13 . COOR 13 . NO.. CN. CfOm 13 . C(0)NR 13 R' 3 . NR 13 CrO^R 13 . orOC(Q)R 13 : or phenyl 
optionally substituted with 1-3 independent CI -CIO alkvl. C2-C10 alkenyl. C2-C1Q alkvnvl. C3- 
CIO cvcloalkvl. C4-C10 cycloalkenvl. halo. CF,. OR 13 . SR 13 . NR |3 R 13 . COOR 13 . NO,. CN, 
CY O\R 13 . CfO^NR 13 R 13 . NR l3 CfOu* 13 . orOC(Q)R' 3 : 

Each R 13 is independently H: Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl; 
C3 -C10 cvcloalkvl: C4-C10 cycloalkenvl: C1-C10 alkvl optionally substituted with halo. OR 14 . 
SR 14 , NR I4 R 14 , COOR 14 . NO?. CN: or phenyl optionally substituted with halo T CF«. OR 14 . SR 14 . 
N R'V*. COOR 14 . NO ? . CN: 

Each R 14 is independently H: Cl-CIO alkvl: C3-C10 cvcloalkyl or Phenyl: 

Each R' 6 is independenUv H. Cl-CIO alkvl: C2-C10 alkenvl: C2-C10 alkvnvl: 
C3 -C10 cvcloalkvl: C4-C10 cycloalkenvl: arvl: R 8 : halo: CF,: COOR 5 : C(Q)R 5 : C(Q)C(0)R 5 ; 
C(Q)NR 5 R 5 : S(pyR s S(Q),NR 5 R S ; Cl-CIO alkvl substituted with 1-3 independent arvl. R 7 . R 8 , 
or phenyl optionally substituted with substituted with 1-4 independent R 23 : or C2-C10 alkenyl 
substituted with 1-3 independent arvl. R 7 or R 8 : ' 

Each R 19 is independently H or C1-C6 alkyliand 

Each R 23 is independently selected from H. Cl-CIO alkvl: C2-C10 alkenvl: C2- 
C1 0 alkvnvl: C3-C10 cvcloalkvl: C4-C10 cycloalkenvl: arvl: R 8 : halo: CF^: SR 5 : OR 5 : OaO)R 5 : 
NR 5 R 5 : NRV: COOR s : NO z : CN: C(Q)R S : C(O^C(Q)R s ; C(Q)NR S R 5 : SfOyR* S(Q)nNR 5 R 5 : 
NIi. 5 C(OWR 5 R 5 : NR 5 C(0)Crc»R 5 : NR 5 C(Q)R S ; NR s (COOR s ): NR 3 C(Q)R 8 : NR s S(O^NR s R 5 : 
NR s SrOyR s : NR s SfO) tl R 8 : NR 5 aO)aO)NR s R 5 : NR s C(0)C(0)NR 5 R 6 : OC(Q)NR s R s : 
OS(Q^pNR 5 R 5 : NR 5 S(0) B OR s : P(OttOR 3 y. Cl-CIO alkvl substituted with 1-3 independent arvl. 
R 7 or R 8 : or C2-C10 alkenyl substituted with 1-3 independent aryl. R 7 or R 8 . 

24. (Amended) A method of treating kinase-mediated disease or disease 
symptoms in a mammal comprising administration of a composition comprising an effective 
amount of a compound of any of claims 1-21. 

25. (Amended) A method of inhibiting kinase activity in a mammal comprising 
administration of a composition comprising an effective amount of a compound of any of 
claims 1-21. 
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26. (Amended) A method of treating disease or disease symptoms in a mammal 
comprising administration of a composition comprising an effective amount of a compound of 
any of claims 1-21. 

27. (Amended) A method of inhibiting angiogenesis or vasculogenesis activity 
in a mammal comprising administration of a composition comprising an effective amount of a 
compound of any of claims 1-21. 



Page 117 of 117 



